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AB This invention provides a class of compds . of formula I which are useful for 
specifically inhibiting cyclin-dependent kinases. This class of compds. of 
formula I finds use in treating diseases resulting from inappropriate activity 
of cyclin-dependent kinases. Moreover, certain members of this class are 
particularly useful for inhibiting cyclin-dependent kinase 7 and are 
especially useful for the treatment of breast cancer. Compds. of formula I 
wherein R is Cl-6 hydrocarbyl; Rl is OH, alkoxy, H and halo; R2 is H, alkyl, 
amino, sulfanyl, and sulfonyl; R3 is H, S02NH2 and derivs., halo, alkoxy, 
etc.; R4 is H, halo, alkoxy, OH, (un) substituted Cl-6 hydrocarbyl; R5 is H, 
OH, alkoxy, halo, and linear, branched or cyclic chain with between 1-8 
carbon atoms; X is H, Cl-4 hydrocarbyl, halo, (un) substituted hydroxyalkyl , 
(un) substituted aminoalkyl, (un) substituted alkoxyalkyl, etc.; are claimed. 
Example compound II was prepared by amination of 3-isopropyl-5 , 7- 
dichloropyrazolo [1, 5-a] pyrimidine; the resulting N-benzyl-5-chloro-3- 
isopropylpyrazolo [ 1 , 5-a] pyrimidin-7-amine underwent Boc-protection with Boc- 
anhydride to give the corresponding Boc-protected amine, which underwent 
amination with isopropylamine to give tert-Bu benzyl-3-isopropyl-5- 
(isopropylamino)pyrazolo [1, 5-a] pyrimidin-7- ylcarbamate, which underwent 
hydrolysis to give compound II. All the invention compds. were evaluated for 
their cyclin-dependent kinase inhibitory activity (data given) . 

IT 771499-34-4P 77I499-44-6P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of pyrazolopyrimidinamine compds. as 
cyclin-dependent kinase selective inhibitors useful in treatment and 
prevention of cyclin-dependent kinase-mediated diseases) 
RN 771499-34-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5-chloro-3- ( 1-methylethyl ) pyrazolo [1, 5-a] pyrimidin- 
7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771499-44-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- (1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 
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AB The title compds . I [Rl = H, (un) substituted alkyl, (un) substituted alkenyl, 
etc.; R2 = H, halo, CN, etc.; R3 = (un ) substituted alkyl, (un) substituted 
alkenyl, (un) substituted alkynyl, etc.; R4 = H, halo, (un) substituted alkyl, 
etc.; R5 = (un) substituted alkyl, (un ) substituted alkenyl, (un) substituted 
alkynyl, etc.; Y = 0, S; a proviso is given] are prepared I are useful in the 
treatment of MAPKAP-K2 mediated diseases, for example, inflammatory diseases, 
autoimmune diseases, osteoclastic disorder, etc. Thus, (dl )-( 4-ethoxyphenyl ) - 
[6-methyl-5- (trans-4- propylpiperidin-3-yloxy ) pyrazolo [1, 5-a] pyr imidin-7- 
yl] amine was prepared by catalytic hydrogenation of (dl ) -trans-4-Allyl-3- [ 7- 
( 4-ethoxyphenyl amino) -6- methylpyrazolo [1, 5-a] pyr imidin-5-yloxy] piper idine-1- 
carboxylic acid benzyl ester. Many compds. of this invention showed IC50 
values < 2 |iM against MAPKAP-K2 (mitogen activated protein kinase-activated 
protein kinase-2). 

IT 876389-55-8P 876383-56-9P 876389--57-0P 
876389-70-7P 876390-39-5P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. as MAPKAP-K2 inhibitors) 
RN 876389-55-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, N- (3-chloro-4-f luorophenyl ) -5-methoxy- 
(CA INDEX NAME) 




RN 876389-56-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, N- (3-chloro-4-f luorophenyl ) -5- [ ( 4- 
methoxyphenyl)methoxy] - (CA INDEX NAME) 
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RN 876389-57-0 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-5 ( 4H) -one, 7- [ (3-chloro-4-f luorophenyl ) amino] - 
(CA INDEX NAME) 
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RN 876389-70-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5- [ (cis-4-aminocyclohexyl ) oxy] -N- (3- 
chloro-4-f luorophenyl) -3-iodo- (CA INDEX NAME) 

Relative stereochemistry. 




RN 876390-39-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, N- (3-chloro-4-f luorophenyl ) -5- 
(methylthio) -, 2 , 2 , 2-trif luoroacetate (1:1) (CA INDEX NAME) 

CM 1 
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CMF C2 H F3 02 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. as MAPKAP-K2 inhibitors) 
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CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3, 5-dichloro-N- (3-chloro-4-f luorophenyl) - 
(CA INDEX NAME) 
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CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5-chloro-N- ( 3 -chloro-4-f luorophenyl ) -3- 
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AB Title compds . represented by the formula I [wherein ring AB = fused 

heterocycle; Rl = H, halo, cyano, oxo, (protected) hydroxy, (protected) carboxy, 
etc.; and pharmaceutically acceptable salts, solvates or their prodrugs 
thereof] were prepared as c-Jun N-terminal kinase (JNK) inhibitors. For 
example, reaction of 5 , 7-dichloropyrazolo [ 1 , 5-a] pyr imidine with 3- 
chloroaniline gave II. II showed inhibition of human JNK1 with an IC50 value 
of 0.33 |imol/l. Thus, I and their pharmaceutical compns. are useful as JNK 
inhibitors for the treatment of metabolic diseases, such as diabetes, and 
inflammatory disease, e.g., articular rheumatism (no data). 

IT 850140-36-2P 850140-38-4P 850140-52-2P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine and chromen amines as JNK1 kinase 
inhibitors ) 
RN 850140-36-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- ( 3-chlorophenyl ) - (CA INDEX 
NAME) 




RN 850140-38-4 CAPLUS 

CN Benzeneethanol, 4- [ ( 5-chloropyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] - (CA 
INDEX NAME) 
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CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5- (3-f uranyl ) -N- (3,4, 5-trimethoxyphenyl ) - 
(CA INDEX NAME) 
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Compds . of formula (I) or salts, N-oxides, hydrates or solvates thereof are 
disclosed as inhibitors of kinase activity, and useful for the treatment of, 
for example, cancer, psoriasis or restenosis: wherein ring A is an optionally 
substituted carbocyclic or heterocyclic radical. Alk represents an optionally 
substituted divalent C1-C6 alkylene radical; n is 0 or 1. Q represents a 
radical of formula -(Alkl)p (X)r-(Alk2)s -Z wherein in any compatible 
combination Z is hydrogen or an optionally substituted carbocyclic or 
heterocyclic ring; Alkl and Alk2 are optionally substituted divalent C1-C6 
alkylene radicals which may contain a -0-, -S- or -NRA- link, wherein RA is 
hydrogen or C1-C6 alkyl; X represents -0-, -S-, -(C=0)-, -(C=S)-, -S02-, -SO-, 
-C(=0)0-, -OC(=0)-, -C(=0)NRA-, -NRAC (=0) -, -C (=S ) NRA-, -NRAC(=S)-, -S02NRA-, - 
NRAS02-, -OC(=0)NRA-, -NRAC (=0)0-, or -NRA- wherein RA is hydrogen or C1-C6 
alkyl; p, r and s are independently 0 or 1 . Rl represents a radical -(Alk3)a- 
(Y) b- (Alk4) d-B wherein a, b and d are independently 0 or 1; Alk3 and Alk4 are 
optionally substituted divalent C1-C3 alkylene radicals; Y represents a 
monocyclic divalent carbocyclic or heterocyclic radical having from 5 to 8 
ring atoms, -0-, -S-, or -NRA- wherein RA is hydrogen or C1-C6 alkyl; B 
represents hydrogen or halo, or an optionally substituted monocyclic 
carbocyclic or heterocyclic ring having from 5 to 8 ring atoms, or in the case 
where Y is -NRA- and b is 1, then RA and the radical -(Alk4)d-B taken together 
with the nitrogen to which they are attached may form an optionally 
substituted heterocyclic ring. R represents H, halo, C1-C6 alkyl, C1-C6 
alkoxy, C1-C6 alkylthio, Ph, benzyl, cycloalkyl with 3 to 6 ring atoms, or a 
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monocyclic heterocyclic group having 5 or 6 ring atoms. Preparation of I is 
also disclosed; thus, e.g., the HC1 salt of II was prepared from 5,7- 
dichloropyrazolo [ 1 , 5-a] pyrimidine via substitution with 4-f luoroaniline 
followed by N-protection with di-t-Bu dicarbonate, coupling with Ph boronic 
acid, and deprotection . I were assayed for CDK2 inhibition and were 
identified to possess IC50 values ranging from 0.004-24.866 uM. Data for 
assays of CHK1 kinase activity and PDK dependent kinase activity were given as 
well as growth inhibition assay data for select example compds . 
IT L 499- j 

RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate; preparation of aminopyrazolopyr imidines with kinase 
inhibitory activity) 
RN 771499-17-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5-chloro-3- ( 1 -methyl ethyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of aminopyrazolopyr imidines with kinase 
inhibitory activity) 
676366-29-3 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 771497-77-9 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, N- ( 4-f luorophenyl ) -5-phenyl-, 
hydrochloride (1:1) (CA INDEX NAME) 




# HC1 



RN 771497-84-8 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5- (3, 5-dimethyl-4-isoxazolyl ) -N- ( 4- 
f luorophenyl) - (CA INDEX NAME) 




RN 771498-34-1 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5-chloro-N- [ 4- ( 4- 
morpholinylsulf onyl ) phenyl ] - (CA INDEX NAME) 
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RN 771498-41-0 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 5-chloropyrazolo [ 1 , 5 -a] pyr imidin-7-yl ) amino] -N-2- 
pyridinyl- (CA INDEX NAME) 




RN 771498-48-7 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 5-chloropyrazolo [ 1 , 5 -a] pyr imidin-7-yl ) amino] -N-2- 
thiazolyl- (CA INDEX NAME) 
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RN 771498-55-6 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 5-chloropyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] - (CA 
INDEX NAME) 




RN 771498-61-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- ( 3-methylphenyl ) -N- [ 4- ( 4- 
morpholinylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 771498-67-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( cyclohexyloxy ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino] -N-2-thiazolyl- (CA INDEX NAME) 



o 

NH 



0=1=0 




RN 771498-73-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- [4- (methylsulf onyl ) phenyl ] - 
(CA INDEX NAME) 




RN 771498-78-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, N- [ 4- ( 4-morpholinylsulf onyl ) phenyl] - 
(CA INDEX NAME) 
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o 




RN 771498-83-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( 3-methylphenyl ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino] -N-2-thiazolyl- (CA INDEX NAME) 




RN 771498-88-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, N- [ 4- (methylsulf onyl ) phenyl ] - (CA INDEX 
NAME) 



0 
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RN 771498-97-6 CAPLUS 

CN Benzenesulf onamide, 4- (pyrazolo [ 1 , 5-a] pyrimidin-7-ylamino ) - (CA INDEX 
NAME) 



0 




RN 771499-02-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- (cyclohexyloxy ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 



0 




RN 771499-07-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( cyclohexyloxy ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino]- (CA INDEX NAME) 
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RN 771499-12-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- [4- (methylsulf onyl ) phenyl ] -3- 
(phenylmethyl) - (CA INDEX NAME) 



0 




RN 771499-22-0 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- (cyclohexyloxy ) -3- ( 1 -methyl ethyl ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 771499-34-4 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 
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RN 771499-39-9 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5-chloro-3- ( 1 -methyl ethyl ) -N- [ 4- ( 1- 
pyrrolidinylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 771499-44-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 771499-50-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 



v° 




RN 771499-55-9 CAPLUS 

CN Benzenesulf onamide, 4- [ [5-chloro-3-( 1 -methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino]- (CA INDEX NAME) 




RN 771499-60-6 CAPLUS 

CN 4-Piperidinol, 1- [ [4- [ [ 5-chloro-3- ( 1-methylethyl ) pyrazolo [1, 5-a] pyrimidin- 
7-yl] amino]phenyl] sulfonyl] - (CA INDEX NAME) 
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RN 771499-65-1 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-chloro-3-( 1 -methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- ( 2-hydroxyethyl ) -N-methyl- (CA INDEX NAME) 




RN 771499-70-8 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- [ (tetrahydro-2-furanyl)methyl] - (CA INDEX NAME) 
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RN 771499-75-3 CAPLUS 

CN Benzene sulfonamide, 4-[ [5-chloro-3-( 1 -methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- (2-methoxyethyl) - (CA INDEX NAME) 




RN 771499-80-0 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5-chloro-3- ( 1 -methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- (2-hydroxyethyl) - (CA INDEX NAME) 
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RN 771499-85-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3- ( 1-methylethyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 




RN 771499-90-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [2- (dimethylamino) ethoxy] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N- ( 2 -hydroxy ethyl ) -N- 
methyl- (CA INDEX NAME) 




RN 771499-95-7 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl-4- [[ 3- ( 1-methylethyl ) -5- ( 2- 

methylpropoxy) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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i-BuO- 




RN 771500-00-6 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3- ( 1 -methyl ethyl ) -5- ( 2-methylpropoxy ) -N- 
[4- (methylsulfonyl)phenyl] - (CA INDEX NAME) 



i-BuO- 




RN 771500-05-1 CAPLUS 

CN Benzenesulf onamide, N- ( 2 -hydroxy ethyl ) -N-methyl-4- [ [ 3- ( 1-methylethyl ) -5- ( 2- 
methylpropoxy) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 



0='l— !j— CH2— CH2— OH 




RN 771500-11-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5-chloro-3-ethyl-N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 771500-16-4 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3 -ethyl- 5- ( 2-methylpropoxy ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 



i-BuO- 




RN 771500-21-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

3-ethyl-N5,N5-dimethyl-N7- [4- (methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 771500-26-6 CAPLUS 
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CN Benzene sulfonamide, 4- [ [5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5 -a] pyrimidin- 
7-yl] amino] -N-methyl- (CA INDEX NAME) 




RN 771500-30-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-ethyl-N- [4- (methylsulf onyl ) phenyl ] - 
(CA INDEX NAME) 




RN 771500-36-8 CAPLUS 

CN Benzenesulf onamide, N- ( 2 -hydroxy ethyl ) -4- [ [ 5- ( 4-hydroxy-l-piperidinyl ) -3- 
( 1-methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N-methyl- (CA INDEX 
NAME) 
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RN 771500-41-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [3- (hydroxymethyl ) -1-piperidinyl ] -3- ( 1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 



O^H— NMe2 




RN 771500-46-0 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl- 4- [ [ 3- ( 1 -methyl ethyl ) -5- ( 1- 

piperidinyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 




RN 771500-51-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- (diethylamino) -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl]amino]-N-(2-hydroxyethyl)-N-methyl- (CA INDEX NAME) 
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0 Me 



Et2N- 




RN 771500-57-3 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 5-chloro-3-ethylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771500-64-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5- [2- (dimethylamino) ethoxy] -3- (1- 
methylethyl)-N-[4-(methylsulfonyl)phenyl]- (CA INDEX NAME) 




RN 771500-70-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( cyclopentyloxy ) -3- ( 1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 
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i-Pr 



0 

NMe2 



RN 771500-75-5 CAPLUS 

CN Benzenesulf onamide, N- ( 2-hydroxyethyl ) -4- [ [5- [3- (hydroxymethyl ) -1- 

piperidinyl] -3- ( 1-methylethyl ) pyrazolo [1, 5-a] pyr imidin-7-yl ] amino] -N- 
methyl- (CA INDEX NAME) 



0^=1— L— CH2— CH2— OH 




RN 771500-83-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5-ethyl-3-(l-methylethyl)-N7-[4-(methylsulfonyl)phenyl]- (CA INDEX NAME) 




33 



10/551,177 February 25, 2009 

RN 771500-89-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

ethylpyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 



RN 771500-95-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- [2- (dimethylamino) ethyl] -N5-methyl-3- ( 1-methylethyl ) -N7- [4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 771501-01-0 CAPLUS 

CN Ethanol, 2- [methyl [3- ( 1-methylethyl) -7- [[ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] - (CA 
INDEX NAME) 
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RN 771501-07-6 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5 -a] pyrimidin- 
7-yl] amino] -N- [2- (dimethylamino) ethyl] -N-methyl- (CA INDEX NAME) 



O Me 

0=1;— L- CH2- CH2-NMe2 




RN 771501-12-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- (1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N-methyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 771501-17-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 
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N5- (trans-4-aminocyclohexyl) -3- ( 1-methylethyl ) -N7- [4- (1- 
pyrrolidinylsulfonyl)phenyl] - (CA INDEX NAME) 

Relative stereochemistry. 



RN 771501-23-6 CAPLUS 

CN Benzene sulfonamide, 4- [ [5- (cyclohexylamino) -3- (1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771501-28-1 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl-4- [ [ 5- ( 1-methylethoxy ) -3- ( 1- 

methylethyl ) pyrazolo [1, 5-a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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RN 771501-34-9 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl-4- [ [3- ( 1-methylethyl ) -5- [ ( l-methyl-2- 
pyrrolidinyl ) methoxy] pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - (CA INDEX 
NAME) 




RN 771501-40-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5 -methoxy- 3- ( 1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 



0='l— NMe2 




RN 771501-46-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N-methyl-, hydrochloride 
(1:1) (CA INDEX NAME) 

Relative stereochemistry. 
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MeNlT' 



RN 771501-53-2 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-chloro-3-( 1-methylethyl ) pyrazolo [ 1 , 5 -a] pyrimidin- 
7-yl] amino] -N- [2- (dimethylamino) ethyl] -N-methyl-, hydrochloride (1:1) (CA 
INDEX NAME) 



O Me 

CH2— CH2 — NMe2 



RN 771501-59-8 CAPLUS 

CN Benzene sulfonamide, N, N-dimethyl-4- [ [3- (1-methylethyl ) -5- [ ( 1 -methyl- 4- 

piperidinyl) amino] pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 



38 




RN 771501-66-7 CAPLUS 

CN Benzene sulfonamide, N, N-dimethyl-4- [ [3- ( 1 -methyl ethyl ) -5- [ ( 1 -methyl -3- 
pyrrolidinyl ) oxy]pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 




RN 771501-72-5 CAPLUS 

CN Benzene sulfonamide, 4- [ [5- (diethyl amino) -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771501-78-1 CAPLUS 

CN Benzenesulf onamide, N- [2- (dimethylamino) ethyl] -N-methyl-4- [ [3- ( 1- 
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methylethyl ) -5- ( 2-methylpropoxy ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - (CA 
INDEX NAME ) 




RN 771501-84-9 CAPLUS 

CN 4-Piperidinecarboxamide, 1- [7- [ [4- [ (dimethylamino) sulfonyl ] phenyl ] amino] -3- 
(1-methylethyl) pyrazolo [1, 5-a] pyrimidin-5-yl] - (CA INDEX NAME) 



O 



NMe 2 




RN 771501-90-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ [3- (dimethylamino) propyl ] methylamino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 
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0^^— NMe2 




RN 771501-96-3 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl-4- [ [3- ( 1-methylethyl ) -5- [ (l-methyl-3- 
piperidinyl) oxy]pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 



0^5— NMe2 




RN 771502-21-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-chloropyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771502-27-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
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7-yl] amino] -N- [2- (dimethylamino) ethyl]- (CA INDEX NAME ) 



February 25, 2009 




RN 771502-33-1 CAPLUS 

CN 4-Piperidinecarboxylic acid, l-[7-[[4- 

[ (dimethylamino) sulf onyl ] phenyl ] amino] -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-5-yl] - (CA INDEX NAME) 




RN 771502-39-7 CAPLUS 

CN Acetamide, N- [trans-4- [ [7- [ [4- [ (dimethylamino) sulf onyl] phenyl] amino] -3- (1- 
methylethyl ) pyrazolo [1, 5-a] pyrimidin-5-yl] amino] cyclohexyl] - (CA INDEX 
NAME) 

Relative stereochemistry. 
O. .0 

Me2N- 
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RN 771502-45-5 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ (4- 

piperidinylmethyl ) amino] pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - (CA INDEX 
NAME) 




RN 771502-51-3 CAPLUS 

CN Benzenesulfonamide, 4- [ [5- [2- (dimethylamino) ethoxy] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N- ( 2 -hydroxy ethyl ) -N- 
methyl-, hydrochloride (1:1) (CA INDEX NAME) 



O Me 

CH2— CH2— OH 



Me2N— CH2— CH2— 




# HC1 



RN 771502-57-9 CAPLUS 

CN 3-Piperidinecarboxylic acid, l-[7-[[4- 

[ (dimethylamino) sulfonyl] phenyl] amino] -3- ( 1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-5-yl] - (CA INDEX NAME) 
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RN 771502-63-7 CAPLUS 

CN Benzene sulfonamide, 4-[[5-[[(lR)-l- (hydroxymethyl ) propyl] amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Absolute stereochemistry. 




RN 771502-75-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( cyclopentylamino ) -3- ( 1-methylethyl ) pyrazolo [1,5- 
a] pyrimidin-7-yl ] amino ] -N- ( 2 -hydroxy ethyl ) -N-methyl- (CA INDEX NAME) 




RN 771502-81-9 CAPLUS 

CN Acetamide, 2- (dimethylamino) -N- [trans-4- [ [7- [ [4- 

[ (dimethylamino) sulfonyl ] phenyl ] amino] -3- (1-methylethyl ) pyrazolo [1,5- 
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a]pyrimidin-5-yl]amino]cyclohexyl]- (CA INDEX NAME ) 
Relative stereochemistry. 




RN 771502-87-5 CAPLUS 

CN Benzene sulfonamide, N, N-dimethyl-4- [ [3- ( 1 -methyl ethyl ) -5- [methyl ( 1 -methyl - 
4-piperidinyl ) amino] pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 




RN 771502-93-3 CAPLUS 

CN Acetamide, 2- [ [7- [ [4- [ (dimethylamino) sulfonyl] phenyl] amino] -3- (1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-5-yl] oxy] -N, N-diethyl- (CA INDEX 
NAME) 
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RN 771502-99-9 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5- [3- [ (dimethylamino) methyl ] -1 -piper idinyl ] -3- ( 1- 
methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771503-05-0 CAPLUS 

CN Benzene sulfonamide, N- [2- (dimethylamino) ethyl] -4- [ [3- ( 1 -methyl ethyl ) -5- (2- 
methylpropoxy) pyrazolo [1, 5-a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 




RN 771503-12-9 CAPLUS 

CN Benzene sulfonamide, 4- [ [5- (cyclohexyloxy ) -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N- [2- (dimethylamino) ethyl] - (CA INDEX NAME) 
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RN 771503-18-5 CAPLUS 

CN 3-Piperidinecarboxamide, 1- [7- [ [4- [ (dimethylamino ) sulfonyl ] phenyl ] amino] -3- 
(l-methylethyl)pyrazolo [1, 5-a] pyrimidin-5-yl] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771503-24-3 CAPLUS 

CN Benzene sulfonamide, 3- [ ( 3-bromo-5-chloropyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771503-30-1 CAPLUS 

CN Benzenesulf onamide, 3- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 
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RN 771503-36-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [4- ( aminomethyl ) -1-piperidinyl ] -3- (1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771503-42-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- ( 2-methoxyethyl ) -N-methyl- (CA INDEX NAME) 




RN 771503-48-1 CAPLUS 

CN Benzenesulf onamide, 4-[[5-[(2S)-2- (aminomethyl ) -1 -pyrrol idinyl ] -3- ( 1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Absolute stereochemistry. 
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RN 771503-54-9 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ ( 2-aminoethyl ) amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771503-61-8 CAPLUS 

CN Formic acid, compd. with 4- [ [ 5- [ ( trans-4-aminocyclohexyl ) amino] -3- ( 1- 
methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N- [2- 

(dimethylamino) ethyl] -N-methylbenzenesulf onamide (2:1) (CA INDEX NAME) 
CM 1 

CRN 771503-60-7 
CMF C26 H40 N8 02 S 

Relative stereochemistry. 
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CM 2 

CRN 64-18-6 
CMF C H2 02 



RN 771503-67-4 CAPLUS 

CN Benzene sulfonamide, 4- [ [5- [ [trans-4- (diethylamino ) cyclohexyl] amino] -3- ( 1- 
methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771503-73-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-hydroxycyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771503-79-8 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ [3-(4- 

morpholinyl)propyl] amino] pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - (CA INDEX 



O 



o 




o 



,0 




NAME) 



50 



10/551,177 



February 25, 2009 



'!— NMe2 

0 



Cr ,c 



RN 771503-85-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( 3-aminocyclohexyl ) amino] -3-bromopyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 



RN 771503-91-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [2- (hydroxymethyl ) -1-pyrrolidinyl ] -3- ( 1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 
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CN Benzenesulf onamide, 4- [ [5- [4- [ (dimethylamino) methyl] -1-piperidinyl ] -3- (1- 
methylethyl)pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME ) 



2N— C 




771504-03-1 CAPLUS 

Benzenesulf onamide, 4- [ [5- [ [3- (dimethylamino) -2, 2-dimethylpropyl ] amino] -3- 
( 1 -methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA 
INDEX NAME) 



Me2N— CH2— L CH2 — Nrf^ "^N- 




771504-15-5 CAPLUS 

Benzenesulf onamide, 4- [ [5- (ethylamino) - 
a] pyrimidin-7-yl] amino] -N, N-dimethyl- 



3- ( 1-methylethyl ) pyrazolo [1,5- 
(CA INDEX NAME) 
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EtNI 




RN 771504-21-3 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ 4- [ (l-methyl-4- 
piperidinyl)methyl] -1-piperazinyl ] pyrazolo [1, 5-a] pyr imidin-7-yl ] amino] - 
(CA INDEX NAME) 



RN 771504-27-9 CAPLUS 

CN Benzenesulfonamide, 4- [ [ 5- [ [trans-4- 

[ [ (ethylamino) carbonyl] amino] cyclohexyl] amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



i-Pr 




O 



O 



EtNH 




RN 



771504-34-8 CAPLUS 
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CN Formic acid, compd. with N, N-dimethyl-4- [ [3- ( 1 -methyl ethyl ) -5- ( 4- 

pyridinyl amino ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl] amino] benzene sulfonamide 
(1:1) (CA INDEX NAME ) 

CM 1 

CRN 771504-33-7 
CMF C22 H25 N7 02 S 



CM 2 

CRN 64-18-6 
CMF C H2 02 



0=CH-OH 



RN 771504-40-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5-carboxylic acid, 

7- [ [ 4- [ (dimethyl amino) sulfonyl ] phenyl ] amino] -3- ( 1 -methyl ethyl ) -, ethyl 
ester (CA INDEX NAME) 



1= S— NMe 2 




O 

0=1 



NMe 2 



EtO— C 
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RN 771504-46-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ ( 3-aminocyclohexyl ) amino] -3- ( 1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 



RN 771504-52-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) oxy] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771504-58-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxamide, 

7- [ [ 4- [ (dimethyl amino ) sulf onyl] phenyl ] amino] -N-ethyl-3- ( 1 -met hyl ethyl ) - 
(CA INDEX NAME) 



NAME) 



S— NMe 2 
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RN 771504-64-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( cis-4-aminocyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 771504-70-2 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxylic acid, 

7-[ [4-[ (dimethylamino)sulfonyl]phenyl]amino]-3-(l-methylethyl)- (CA INDEX 
NAME) 




RN 771504-77-9 CAPLUS 
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CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxamide, 

N- ( 2-aminoethyl ) -7- [ [4- [ (dimethylamino) sulfonyljphenyl] amino] -3- (1- 
methylethyl) - (CA INDEX NAME ) 



February 25, 2009 



H2N— CH2— CH2— NH— 




RN 771504-86-0 CAPLUS 

CN Formic acid, compd. with N, N-dimethyl-4- [ [ 3- ( 1 -methyl ethyl ) -5- ( methyl- 4- 
pyridinyl amino) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] benzene sulfonamide 
(1:1) (CA INDEX NAME) 

CM 1 

CRN 771504-85-9 
CMF C23 H27 N7 02 S 




i-Pr 



CM 



2 



CRN 
CMF 



64-18-6 
C H2 02 



1— OH 
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RN 771504-93-9 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( 4-hydroxy-l-piperidinyl ) carbonyl] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 



RN 771505-00-1 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxamide, 

7- [ [ 4- [ (dimethyl amino) sulfonyl ] phenyl ] amino] -3- ( 1 -methyl ethyl ) -N- [2- ( 4- 
morpholinyl) ethyl] - (CA INDEX NAME) 




RN 771505-08-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxamide, 

N- [2- (dimethylamino) ethyl] -7- [ [4- [ (dimethylamino ) sulfonyl ] phenyl ] amino] -3- 
(1-methylethyl) - (CA INDEX NAME) 
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O^'l— NMe2 




RN 771505-14-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( 4-amino-l-piper idinyl ) carbonyl] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771505-20-5 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ [ 3- ( 4-methyl-l- 
piperazinyl)propyl] amino ] pyrazolo [1, 5-a] pyr imidin-7-yl ] amino] - (CA INDEX 
NAME) 



O^'l— NMe2 
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RN 771505-26-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ [trans-4- (dipropylamino ) cyclohexyl] amino] -3- ( 1- 
methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771505-32-9 CAPLUS 

CN Benzenesulf onamide, N, N-dimethyl- 4- [ [3- ( 1-methylethyl ) -5- [ [trans- 4- 
[ (methylsulf onyl ) amino] cyclohexyl] amino] pyrazolo [ 1 , 5-a] pyr imidin-7- 
yl] amino]- (CA INDEX NAME) 

Relative stereochemistry. 



RN 771505-38-5 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 5-chloro-3-cyclopropylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




0 



0 




0 

o = L: 



■ NMe2 
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RN 771505-44-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

cyclopropylpyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771505-50-1 CAPLUS 

CN Benzenesulfonamide, 4- [ [ 5- ( 3-amino-l-pyrrolidinyl ) -3- ( 1- 

methyl ethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 



RN 771505-56-7 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ [4-(l- 

pyrrolidinyl ) -1-piperidinyl ] car bonyl] pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - 
(CA INDEX NAME) 




NAME) 
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o i-Pf 



RN 771505-61-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ [4- ( aminomethyl ) -1-piper idinyl ] carbonyl] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771505-67-0 CAPLUS 

CN Benzenesulf onamide, 4-[[5-[[(lR,2S) -2-aminocyclohexyl ] amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl-, rel- (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 771505-73-8 CAPLUS 
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CN 4-Piperidinecarboxamide, 1- [ [7- [ [4- [ (dimethylamino ) sulfonyl ] phenyl ] amino] - 
3- ( 1-methylethyl ) pyrazolo [1, 5-a] pyrimidin-5-yl ] carbonyl] -N-methyl- (CA 
INDEX NAME ) 




RN 771505-79-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- (1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 771505-85-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-chloropyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [2- (dimethylamino) ethyl] - (CA INDEX NAME) 
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RN 
CN 



771505-91-0 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- 
(phenylsulfonyl)phenyl] - (CA INDEX NAME) 




0 

,6. 



cr 



RN 771505-96-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -3-bromo-N7- [4- ( phenyl sulfonyl ) phenyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771506-02-6 CAPLUS 

CN Benzene sulfonamide, 4-[[5-[[(lR,2S) -2-aminocyclohexyl ] amino] -3- 

bromopyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl-, rel- (CA INDEX 
NAME) 

Relative stereochemistry. 



0 



,0 
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RN 771506-08-2 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- [ ( 4-methyl-l- 
piperazinyl) sulfonyl ] phenyl ] - (CA INDEX NAME) 




RN 771506-19-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ [trans-4- 

[ (aminocarbonyl ) amino] cyclohexyl ] amino] -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 



XX.. 
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RN 
CN 
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771506-25-3 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5-chloro-3-ethyl-N- [4- ( 1- 
pyrrolidinylsulfonyDphenyl] - (CA INDEX NAME) 



February 25, 2009 



c^L=o 




RN 771506-31-1 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- ( 1- 
pyrrolidinylsulfonyl)phenyl]- (CA INDEX NAME) 




RN 771506-42-4 CAPLUS 

CN Benzamide, 4- [ ( 3-bromo-5-chloropyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] - (CA 
INDEX NAME) 
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o 

I 



j. — NH2 



cr 




RN 771506-48-0 CAPLUS 

CN Benzene sulfonamide, 4- [ [5- (hydroxymethyl) -3- ( 1 -methyl ethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 



RN 771506-54-8 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-[ [trans- 4- (ethyl amino) cyclohexyl] amino] -3- (1- 

methyl ethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771506-60-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

chloropyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 
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Relative stereochemistry. 



H2l 




RN 771506-66-2 CAPLUS 

CN Benzamide, 4- [ ( 5-chloro-3-ethylpyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] - (CA 
INDEX NAME) 



H;— NH2 




RN 771506-72-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ ( 3-aminocyclopentyl ) amino] -3- ( 1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771506-78-6 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 5-chloro-3-ethylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-2-thiazolyl- (CA INDEX NAME) 




RN 771506-84-4 CAPLUS 

CN Benzamide, 4- [ ( 5-chloro-3-ethylpyrazolo [1, 5-a] pyr imidin-7-yl ) amino] -N- [2- 
(diethylamino) ethyl] - (CA INDEX NAME) 




RN 771506-96-8 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- (3- 

thienyl)pyrazolo [1, 5-a] pyr imidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 
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h: 




RN 771507-02-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5-carboxamide, 

7- [ [ 4- [ (dimethyl amino) sulfonyl ] phenyl ] amino] -N- [2- ( methyl amino ) ethyl] -3- ( 1- 
methylethyl) - (CA INDEX NAME) 




RN 771507-07-4 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-chloro-3-( 3-thienyl ) pyrazolo [ 1 , 5-a] pyrimidin-7- 
yl] amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771507-13-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( 4-amino-l-piperidinyl ) methyl ] -3- (1- 
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methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME ) 



0 



H2N- 




RN 771507-19-8 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) oxy] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771507-31-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-5-chloro-N- ( 3-chlorophenyl ) - 
(CA INDEX NAME) 




RN 771507-42-7 CAPLUS 
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CN Benzenesulf onamide, 4- [ [5- [ [trans-4- (dimethylamino ) cyclohexyl] amino] -3- ( 1- 
methylethyl)pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME ) 

Relative stereochemistry. 




RN 771507-48-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

phenylpyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771507-54-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (cis-4-aminocyclohexyl) -3-bromo-N7- [4- (methylsulf onyl ) phenyl ] - (CA 
INDEX NAME) 

Relative stereochemistry. 
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RN 771507-60-9 CAPLUS 

CN Benzamide, 4- [ [5- [ ( cis-4-aminocyclohexyl ) amino] -3-bromopyrazolo [1,5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 

Relative stereochemistry. 



RN 771507-66-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 3-bromo-5- [ ( 2 , 2 , 6 , 6-tetramethyl-4- 

piperidinyl) amino ] pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N-2-thiazolyl- (CA 
INDEX NAME) 



RN 771507-72-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

cyclopentylpyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 771507-78-9 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) oxy] -3- 

chloropyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771507-84-7 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771507-90-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ ( 4-hydroxy-l-piperidinyl ) methyl ] -3- (1- 

methylethyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 
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RN 771508-02-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl-2- (methylthio) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 771508-08-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (cis-4-aminocyclohexyl) -3-ethyl-N7- [4- (methylsulf onyl ) phenyl ] - (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 771508-14-6 CAPLUS 

CN Benzamide, 4- [ [5- [ ( cis-4-aminocyclohexyl ) amino] -3-ethylpyrazolo [1,5- 
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Relative stereochemistry. 
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(CA INDEX NAME) 



February 25, 2009 



o 




RN 771508-20-4 CAPLUS 

CN Benzenesulfonamide, 4- [ [ 3-ethyl-5- [ ( 2 , 2 , 6 , 6-tetramethyl-4- 

piperidinyl ) amino ] pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA 
INDEX NAME) 



RN 771508-26-0 CAPLUS 

CN Cyclohexanol, 4- [ [3-bromo-7- [ [ 4- ( 1- 

pyrrolidinylsulf onyl ) phenyl ] amino] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] -, 
trans- (CA INDEX NAME) 

Relative stereochemistry. 



Et 
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RN 771508-32-8 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (cis-4-aminocyclohexyl) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N-2-thiazolyl- (CA INDEX NAME) 

Relative stereochemistry. 



RN 771508-38-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (cis-4-aminocyclohexyl ) -3-bromo-N7- [ 4- ( 1 -pyrrol idinylsulf ony 1 ) phenyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 771508-44-2 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5 , 7-diamine, 

3- (1-methylethyl) -N7- [ 4- ( 1-pyrrolidinylsulf onyl ) phenyl ] -N5- ( 2 , 2,6,6- 
tetramethyl-4-piperidinyl) - (CA INDEX NAME) 




O 



,0 
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RN 771508-51-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -2-chloro-N, N-dimethyl- (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 771508-58-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-bromo-N7- ( 4-phenoxyphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 



H 2 l 
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RN 771508-72-6 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidine-5 , 7 -diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- (phenylsulf onyl ) phenyl ] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771508-79-3 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5- [ (trans-4-aminocyclohexyl ) oxy] -3-bromo- 
N- [ 4- (phenylsulf onyl ) phenyl ] - (CA INDEX NAME) 

Relative stereochemistry. 



RN 771508-86-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -2-methoxy-N, N-dimethyl- (CA 
INDEX NAME) 

Relative stereochemistry. 




O 



O 
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RN 771508-92-0 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5- [ (trans-4-aminocyclohexyl ) oxy] -3- 
chloro-N-[4-(phenylsulfonyl)phenyl]- (CA INDEX NAME) 

Relative stereochemistry. 



RN 771508-98-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- ( trans- 4-aminocyclohexyl )-3-chloro-N7-( 4-phenoxyphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 





RN 
CN 



771509-26-3 CAPLUS 

Pyrazolo [1, 5-a] pyrimidin-7-amine, 3, 5-dic 
thienylsulfonyl ) phenyl ] - (CA INDEX NAME) 



3, 5-dichloro-N- [4- (2- 
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RN 771509-32-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- (3-pyridinyloxy) phenyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771509-38-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- ( 4-f luorophenoxy ) phenyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771509-43-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -3-chloro-N7- [ 4- [ (5-chloro-3- 
pyridinyl) oxy] phenyl ] - (CA INDEX NAME) 

Relative stereochemistry. 






.0, 



'II 
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RN 771509-49-0 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidine-5 , 7 -diamine, 

N5- (trans-4-aminocyclohexyl) -3-chloro-N7- ( 3-chlorophenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771509-55-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- ( 2-thienylthio ) phenyl ] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771509-61-6 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- [ (3S)-3- 

pyrrolidinylamino] pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 

Absolute stereochemistry. 





i-Pr 
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RN 771509-67-2 CAPLUS 

CN Benzene sulfonamide, 4- [ [3-chloro-5-[ (3R) -3-pyrrolidinyloxy ] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Absolute stereochemistry. 



CI 




RN 771509-73-0 CAPLUS 

CN Benzene sulfonamide, 4- [ [3-chloro-5-[ (3S) -3-pyrrolidinyloxy ] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Absolute stereochemistry. 



ci 




RN 771509-79-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

(methylthio) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 771509-85-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -N7- [4- [ ( 5-chloro-3-pyridinyl ) oxy]phenyl] -3- 
(methylthio) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 771509-97-8 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (cis-4-aminocyclohexyl) amino] -3- 

(methylsulf onyl ) pyrazolo [ 1 , 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771533-40-5 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- ( 3-methylphenyl ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino] -N-2-pyridinyl- (CA INDEX NAME) 




o 



,0 
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RN 771533-41-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (cis-4-aminocyclohexyl) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 



0^0 



RN 771533-42-7 CAPLUS 

CN Cyclohexanol, 4- [ [3-bromo-7- [ [ 4- ( phenyl sulf onyl ) phenyl] amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] -, trans- (CA INDEX NAME) 

Relative stereochemistry. 



IT 771497-98-4 771498-05-6 771498-12-5 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
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(Biological study); USES (Uses) 

(drug candidate; preparation of aminopyrazolopyrimidines with kinase 
inhibitory activity) 
RN 771497-98-4 CAPLUS 

CN Phenol, 4- [ 7- (phenylamino ) pyrazolo [ 1 , 5-a] pyrimidin-5-yl ] - (CA INDEX NAME) 




RN 771498-05-6 CAPLUS 

CN Phenol, 4- [ 7- [( 3-chlorophenyl ) amino] pyrazolo [ 1 , 5-a] pyrimidin-5-yl ] - (CA 
INDEX NAME) 




RN 771498-12-5 CAPLUS 

CN Phenol, 3- [ 7- (phenylamino ) pyrazolo [ 1 , 5-a] pyr imidin-5-yl ] - (CA INDEX NAME) 



IT 7715I0-50-QP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(intermediate; preparation of aminopyrazolopyrimidines with kinase 
inhibitory activity) 
RN 771510-50-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- ( 4-f luorophenyl ) - (CA INDEX 
NAME) 
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protein kinase mediated disorders) 
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Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-bromo-N7- ( 3-chloro-4-f luorophenyl) - (CA 
INDEX NAME) 



Relative stereochemistry. 
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CN Pyrazolo [ 1 , 5 -a] pyrimidine-5 , 7 -diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- (3-chloro-4-f luorophenyl) - (CA 
INDEX NAME) 

Relative stereochemistry. 



CI 




RN 754205-21-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 2-chlorophenyl ) -3-iodo- (CA INDEX NAME) 

Relative stereochemistry. 




RN 754205-23-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-ethoxyphenyl ) -3-iodo- (CA INDEX NAME) 

Relative stereochemistry. 
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Relative stereochemistry. 
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(CA INDEX NAME) 

Relative stereochemistry. 
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AB In its many embodiments, the present invention provides a novel class of 

pyrazolo [ 1 , 5-a] pyrimidine compds . I [R = (un) substituted aryl; R2 = halo, CN, 
(un) substituted alkyl, etc.; R3 = H, halo, (un) substituted-alkyl, -alkynyl, - 
aryl, etc.; R4 = H, halo or alkyl] as inhibitors of cyclin dependent kinases, 
methods of preparing such compds., pharmaceutical compns. containing one or 
more such compds., methods of preparing pharmaceutical formulations comprising 
one or more such compds., and methods of treatment, prevention, inhibition, or 
amelioration of one or more diseases associated with the CDKs using such 
compds. or pharmaceutical compns. Thus, e.g., II was prepared by substitution 
of 3-bromo-7-chloro-5- ( 2-chlorophenyl ) -pyrazolo [ 1 , 5-a] pyrimidine (preparation 
given) with aniline. I exhibit excellent CDK inhibitory properties as 
demonstrated by II which possessed a IC50 value of 0.51 uM in kinase activity 
assays . 



RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(drug candidate; preparation of pyrazolopyrimidines as cyclin dependent 
kinase inhibitors) 
RN 676366-27-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ 3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] -, phenylmethyl 
ester (CA INDEX NAME) 




RN 676366-28-2 CAPLUS 
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CN 1-Piperidinecarboxylic acid, 3- [3-bromo- 7- [ [ 4- 

(methylsulf onyl ) phenyl] amino] pyrazolo [ 1 , 5-a] pyrimidin-5-yl ] -, phenylmethyl 
ester (CA INDEX NAME ) 




RN 676366-29-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 676366-33-9 CAPLUS 

CN Benzenesulf onic acid, 3- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 
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RN 676366-34-0 CAPLUS 

CN Benzenesulf onic acid, 4- [ [3-bromo-5- (2-f luorophenyl ) pyrazolo [1, 5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 




RN 676366-35-1 CAPLUS 

CN Benzenesulf onic acid, 4- [ ( 3-ethyl-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 676366-42-0 CAPLUS 

CN Carbamic acid, [ 2- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 

yl ) amino] phenyl] sulfonyl ] amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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RN 676366-51-1 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- (2-methoxyethyl) - (CA INDEX NAME) 




6366-06-6P S76366--07--7P 
S366-09-9P 676366-1 0-2P 
6366-12-4P 676366-13-5P 
6366-15-7P 676366-16-8P 
6366-18-OP 676366-19-1P 
6366-21-5P 676366-22-6P 
6366-24-8P 676366-25-9P 
6 3 6 6 -3 0 - 6P 676366 - 3 1 - 7P 



S76366-48-6P 67 

576366-52-2P 67 

S76366-55-5P 67 

576366-58-8P 67 



-7P 6 



6366-53-9P 6 
6366-62-4P 6 
6366-65-7P 6 



- : :,P 



6366-50-OP 
6366-54-4P 
6 366-57- 7 P 
6366-60-2P 
6366-63-5P 
6366-66-8P 
OP 67S366--69-1P 
5P 676366--72-6P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of pyrazolopyr imidines as cyclin dependent 
kinase inhibitors) 
RN 676366-05-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 676366-06-6 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N-phenyl- 
(CA INDEX NAME) 




RN 676366-07-7 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-chloro-5- ( 2-f luorophenyl ) -N-phenyl- 
(CA INDEX NAME) 




RN 676366-08-8 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-chloro-5- ( 2-f luorophenyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 676366-09-9 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2-f luorophenyl ) -N- [ 4- 
(methylsulfonyl) phenyl] - (CA INDEX NAME) 



0 




RN 676366-10-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
[3- (trifluoromethyl)phenyl] - (CA INDEX NAME) 




RN 676366-11-3 CAPLUS 
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CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 1 -methyl ethyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 




RN 676366-12-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 1-methylethyl ) -N-phenyl- (CA 
INDEX NAME) 



RN 676366-13-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 1 , 1 -dimethyl ethyl ) -N-phenyl- 
(CA INDEX NAME) 




NHPh 



RN 676366-14-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-cyclopropyl-N- [ 4- 
(methylsulfonyl)phenyl] -5-phenyl- (CA INDEX NAME) 
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RN 676366-15-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3- ( 1-methylethyl ) -N- [ 4- 
(methylsulfonyl) phenyl] -5-phenyl- (CA INDEX NAME) 




RN 676366-16-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 4-chlorophenyl ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 676366-17-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2 , 3-dichlorophenyl ) -N- [ 4- ( 4- 
morpholinyDphenyl] - (CA INDEX NAME) 
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o 




RN 676366-18-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- ( 3-chlorophenyl ) -5- (2- 
methoxyphenyl) - (CA INDEX NAME) 




RN 676366-19-1 CAPLUS 

CN Phenol, 3- [ [3-bromo-5- ( 2-methylphenyl ) pyrazolo [1, 5-a] pyr imidin-7-yl ] amino] - 
(CA INDEX NAME) 




RN 676366-20-4 CAPLUS 

CN Benzenemethanol, 5- [ [3-bromo-5- (2, 3-dichlorophenyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -2-chloro- (CA INDEX NAME) 
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ci 




RN 676366-21-5 CAPLUS 

CN Benzenemethanol, 3- [ [3-bromo-5- ( 2-chlorophenyl ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino]- (CA INDEX NAME) 



HO— CH2 




RN 676366-22-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-taromo-5- (2-chlorophenyl) -N- (3- 
methoxyphenyl) - (CA INDEX NAME) 




RN 676366-23-7 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N- ( 4- 
methoxyphenyl) - (CA INDEX NAME) 
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OMe 




RN 676366-24-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
phenyl- (CA INDEX NAME) 




RN 676366-25-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-5- (3-furanyl) -N- [4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 



Br 




RN 676366-26-0 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2 -fur any 1 ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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Br 




RN 676366-30-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-cyclohexyl-N- [ 4- 
(methylsulfonyl) phenyl] - (CA INDEX NAME) 




RN 676366-31-7 CAPLUS 

CN Benzenesulf onic acid, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino]- (CA INDEX NAME) 



S03H 




RN 676366-32-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-ethyl-N- [ 4- (methylsulf onyl ) phenyl ] -5- 
phenyl- (CA INDEX NAME) 
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RN 676366-36-2 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N-propyl- (CA INDEX NAME) 



0=1— NHPr-n 




RN 676366-37-3 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N-ethyl- (CA INDEX NAME) 



0=S— NHEt 




RN 676366-38-4 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 676366-39-5 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N- ( 2-hydroxyethyl ) - (CA INDEX NAME) 




RN 676366-40-8 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 
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RN 676366-41-9 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, b-a] pyrimidin-7- 
yl) amino] -N-methyl- (CA INDEX NAME) 




RN 676366-43-1 CAPLUS 

CN Benzenesulf onamide, N- ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7-yl ) -4- 
[ ( 3-bromo-b-phenylpyrazolo [ 1 , b-a J pyrimidin-7-yl ) amino] - (CA INDEX NAME) 



Br 




RN 676366-44-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, b-a] pyrimidin-7- 
yl) amino] -N- (phenylmethyl) - (CA INDEX NAME) 
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0^ S— NH— CH2— Ph 




RN 676366-45-3 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N- (3-hydroxypropyl) - (CA INDEX NAME) 




RN 676366-46-4 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino] -N-phenyl- (CA INDEX NAME) 




RN 676366-47-5 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-4-pyridinyl- (CA INDEX NAME) 
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RN 676366-48-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5- 

a] pyrimidin-7-yl ) amino ] phenyl ] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester 
(CA INDEX NAME) 
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RN 676366-49-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-cyclopentyl- (CA INDEX NAME) 




RN 676366-50-0 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N- ( 2-hydroxy-l-methylethyl ) - (CA INDEX NAME) 




RN 676366-52-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [2- (dimethylamino) ethyl]- (CA INDEX NAME) 
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RN 676366-53-3 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N- ( 2-pyridinylmethyl ) - (CA INDEX NAME) 




RN 676366-54-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- ( 3-pyridinylmethyl ) - (CA INDEX NAME) 
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RN 676366-55-5 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-T- 
yl ) amino ] -N- [ 2- ( 4-morpholinyl ) ethyl ] - (CA INDEX NAME) 



PAGE 1-A 



O 

CH2 




PAGE 2 -A 



RN 676366-56-6 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-bis ( 2-hydroxyethyl ) - (CA INDEX NAME) 



0 CH2— CH2— OH 

-LLc 



-CH2— CH2— OH 



RN 676366-57-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N- [3- (dimethylamino) -2, 2-dimethylpropyl ] - (CA INDEX NAME) 



= y — NH — CH2— L CH2 — NMe2 



RN 676366-58-8 CAPLUS 

CN Ethanesulf onic acid, 2- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]phenyl] sulfonyl] amino] - (CA INDEX NAME) 



JL 



NH— CH2— CH2— S03H 
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RN 676366-59-9 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [2-hydroxy-l- (hydroxymethyl) ethyl]- (CA INDEX NAME) 




RN 676366-60-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 

yl) amino] -N- [2-hydroxy-l- (hydroxymethyl) -1-methylethyl] - (CA INDEX NAME) 




RN 676366-61-3 CAPLUS 

CN Glycine, N- [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] phenyl] sulfonyl] -, methyl ester (CA INDEX NAME) 
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RN 676366-62-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(dimethylamino)propyl]- (CA INDEX NAME) 




RN 676366-63-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [ 4- [ ( 4-methyl-l- 
piperazinyl) sulfonyl ] phenyl ] -5-phenyl- (CA INDEX NAME) 




RN 676366-64-6 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( 1R) -1- (hydroxymethyl) -2-phenylethyl] - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676366-65-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( IS ) -1- (hydroxymethyl ) -2-phenylethyl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-66-8 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N-cyclohexyl- (CA INDEX NAME) 




RN 676366-67-9 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( l-ethyl-2-pyrrolidinyl ) methyl] - (CA INDEX NAME ) 




RN 676366-68-0 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl)amino]-N-[2-(l-methyl-2-pyrrolidinyl)ethyl]- (CA INDEX NAME) 



PAGE 1-A 




PAGE 2 -A 
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RN 676366-69-1 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(2-oxo-l-pyrrolidinyl)propyl]- (CA INDEX NAME) 




RN 676366-70-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(lH-imidazol-l-yl)propyl]- (CA INDEX NAME) 




RN 676366-71-5 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5- 

a] pyrimidin-7-yl ) amino] phenyl] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676366-72-6 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5- 

a] pyrimidin-7-yl ) amino ] phenyl ] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester, 
(3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-73-7 CAPLUS 

CN Benzene sulfonamide, 3- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino] -N- (2-hydroxyethyl) - (CA INDEX NAME) 




RN 676366-74-8 CAPLUS 

CN Benzenesulf onamide, 3- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- ( 2-hydroxypropyl ) - (CA INDEX NAME) 
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RN 676366-75-9 CAPLUS 

CN Benzene sulfonamide, 4- [ [3-bromo-5- ( 2-f luorophenyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- ( 2-hydroxyethyl ) - (CA INDEX NAME) 




RN 676366-76-0 CAPLUS 

CN Benzenesulf onamide, N- [2- (dimethylamino) ethyl] -4- [ (3-ethyl-5- 
phenylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - (CA INDEX NAME) 




RN 676366-77-1 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- [3-bromo-7- [ [4- 

(methylsulfonyl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, (2S) - (CA 



120 



10/551,177 



February 25, 2009 



INDEX NAME ) 
Absolute stereochemistry. 




RN 676366-78-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

3-bromo-N5-cyclohexyl-N7- [4- (methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 676366-79-3 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- [ 3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] -, (2R) - (CA 
INDEX NAME) 



Absolute stereochemistry. 
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RN 676366-80-6 CAPLUS 

CN 1-Butanol, 2- [ [3-bromo-7- [ [4- (methylsulf onyl ) phenyl ] amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] -3-methyl-, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-82-8 CAPLUS 

CN 1-Butanol, 2- [ [3-bromo-7- [ [4- (methylsulf onyl ) phenyl ] amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] -3-methyl-, (2R)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 0 

3£ 



XX,. 




676366-83-9 CAPLUS 

2-Piperidinemethanol, 1- [3-bromo-7- [ [4- 

( methylsulf onyl ) phenyl ] amino] pyrazolo [ 1 , 5 -a] pyr imidin-5-yl ] - (CA INDEX 
NAME) 
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RN 676366-84-0 CAPLUS 

CN 2-Piperidineethanol, 1- [3-bromo-7- [ [4- 

(methylsulfonyl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] - (CA INDEX 
NAME) 




RN 676366-85-1 CAPLUS 

CN Cyclopentanemethanol, 1- [ [ 3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] amino] - (CA 
INDEX NAME) 




RN 676366-86-2 CAPLUS 

CN Cyclohexanemethanol , 2- [ [3-bromo-7- [ [4- 

(methylsulfonyl)phenyl] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] -, 
(lR,2S)-rel- (CA INDEX NAME) 

Relative stereochemistry. 
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RN 676366-87-3 CAPLUS 

CN Cyclohexanemethanol, 2- [ [3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] -, 
(lR,2R)-rel- (CA INDEX NAME) 

Relative stereochemistry. 




RN 676366-88-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
(4-piperidinyl) - (CA INDEX NAME) 




RN 676366-89-5 CAPLUS 



124 



February 25, 2009 



CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
(3-piperidinyl) - (CA INDEX NAME) 
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Mark E.; Severance, Daniel L . ; Semple, Joseph E. 
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CODEN: PIXXD2 

Patent 

English 

1 



PATENT NO. 
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W: AE, AG, AL, 
CN, CO, CR, 
GE, GH, GM, 



A2 20070118 
A3 20070726 
AM, AT, AU, AZ, BA, 



CU, CZ, 
HN, HR, 



DE, DK, DM, 

HU, ID, IL, 

LR, LS, LT, 

NI, NO, NZ, 

SC, SD, SE, SG, SK, SL, SM, SY, 

US, UZ, VC, VN, ZA, ZM, ZW 



WO 2006-US26242 

BB, BG, BR, BW, 
DZ, EC, EE, EG, 
IN, IS, JP, KE, 



KR, KZ, LA, LC, LK, 
MW, MX, MZ, NA, NG, 



BY, BZ, CA, CH, 

ES, FI, GB, GD, 

KG, KM, KN, KP, 

LU, LV, LY, MA, MD, MG, MK, MN, 



OM, PG, PH, PL, 
TJ, TM, TN, TR, 



RW: AT, BE, 



CH, CY, CZ, DE, DK, EE, ES, FI, 



IS, IT, LT, LU, LV, MC, NL, PL, 
CF, CG, CI, CM, GA, GN, GQ, GW, 
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, 



PT, RO, 
ML, MR, 



PRIORITY APPLN. INFO.: 



KG, KZ, MD, RU, TJ, TM, AP, EA, EP, OA 

US 2005- 
US 2005- 
US 2005- 
US 2005- 
US 2006- 



SE, SI, 
NE, SN, 
UG, ZM, 

-697659P 
-697686P 
■697814P 
-727646P 
782303P 



PT, RO, RS, RU, 

TT, TZ, UA, UG, 

GB, GR, HU, IE, 

SK, TR, BF, BJ, 

TD, TG, BW, GH, 

ZW, AM, AZ, BY, 



20050708 
20050708 
20050708 
20051017 
20060313 



OTHER SOURCE (S) : 



MARPAT 146:156236 



125 



10/551,177 February 25, 2009 

AB The invention discloses compds . and methods useful as inhibitors of 

cholesterol absorption for the treatment or prevention of vascular disease and 
atherosclerosis . 
IT 920529-77-7 920529-78-8 920529-79-9 

RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study); USES (Uses) 

(cholesterol absorption modifiers and therapeutic use) 
RN 920529-77-7 CAPLUS 

CN 1, 3-Benzenediamine, N3- [5- [4- (dimethylamino) phenyl ] pyrazolo [1,5- 
a]pyrimidin-7-yl] -Nl , Nl-dimethyl- (CA INDEX NAME) 



Me2l 




RN 920529-78-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- [3- (tr if luoromethyl ) phenyl ] - 
(CA INDEX NAME) 




RN 920529-79-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- ( 4-methyl-2-thienyl ) -N- (3,4,5- 
trimethoxyphenyl) - (CA INDEX NAME) 
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Pyrazolo [ 1 , 5-a] pyrimidines as orally available 
inhibitors of cyclin-dependent kinase 2 
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Elsevier Ltd. 
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AB Properly substituted pyrazolo [ 1 , 5-a] pyrimidines are potent and selective CDK2 
inhibitors. I is orally available and showed efficacy in a mouse A2780 
xenograft model. 
IT "i-oi-- Ob-oP ••• ?P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); BIOL 
(Biological study) ; PREP (Preparation) 

(pyrazolo [ 1 , 5-a] pyrimidines as orally available inhibitors of 
cyclin-dependent kinase 2) 
RN 676366-05-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 




RN 959995-71-2 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2-f luorophenyl ) -N-phenyl- 
(CA INDEX NAME) 




REFERENCE COUNT: 
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2007:566890 CAPLUS Full-text 
147:180515 

Virtual Screening Studies to Design Potent CDK2-Cyclin 
A Inhibitors 

Vadivelan, S.; Sinha, Barij Nayan; Irudayam, Sheeba 
Jem; Jagarlapudi, Sarma A. R. P. 

GVK Biosciences Pvt. Ltd., Hyderabad, 500037, India 

Journal of Chemical Information and Modeling (2007), 

47(4), 1526-1535 

CODEN: JCISD8; ISSN: 1549-9596 

American Chemical Society 

Journal 
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LANGUAGE : English 

AB The cell division cycle is controlled by cyclin-dependent kinases (CDK) , which 
consist of a catalytic subunit (CDK1-CDK8) and a regulatory subunit (cyclin A- 
H) . Pharmacophore anal, indicates that the best inhibitor model consists of 
(1) two hydrogen bond acceptors, (2) one hydrogen bond donor, and (3) one 
hydrophobic feature. The HypoRefine pharmacophore model gave an enrichment 
factor of 1.31 and goodness of fit score of 0.76. Docking studies were 
carried out to explore the structural requirements for the CDK2-cyclin A 
inhibitors and to construct highly predictive models for the design of new 
inhibitors. Docking studies demonstrate the important role of hydrogen bond 
and hydrophobic interactions in determining the inhibitor-receptor binding 
affinity. The validated pharmacophore model is further used for retrieving 
the most active hits/lead from a virtual library of mols. Subsequently, 
docking studies were performed on the hits, and novel series of potent leads 
were suggested based on the interaction energy between CDK2-cyclin A and the 
putative inhibitors. 
IT 771499-44-6 771499-50-4 771499-95-7 

771500-00-6 771503-67-4 771504-46-2 

771504-52-0 771505-96-5 771506-54-8 

771506-60-6 771507-72-3 771508-51-1 



RL: PAC (Pharmacological activity); PRP (Properties); BIOL (Biological 
study) 

(virtual screening studies to design CDK2-cyclin A inhibitors) 
RN 771499-44-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771499-50-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 
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771499-95-7 CAPLUS 

Benzenesulf onamide, N, N-dimethyl-4- [ [ 3- ( 1-methylethyl ) -5- ( 2- 
methylpropoxy ) pyrazolo [1, 5-a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 




771500-00-6 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3- ( 1-methylethyl ) -5- ( 2-methylpropoxy ) -N- 
[4-(methylsulfonyl)phenyl]- (CA INDEX NAME) 




RN 771503-67-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5-[ [trans-4- (diethylamino ) cyclohexyl] amino] -3- ( 1- 
methylethyl)pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 
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771504-46-2 CAPLUS 

Benzenesulf onamide, 4- [ [5- [ ( 3-aminocyclohexyl ) amino] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 




RN 771504-52-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) oxy] -3- (1- 

methylethyl) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




■NH 



RN 771505-96-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 
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N5- (trans-4-aminocyclohexyl ) -3-bromo-N7- [4- (phenylsulf onyl ) phenyl ] - (CA 
INDEX NAME ) 

Relative stereochemistry. 



RN 771506-54-8 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-[ [trans-4- (ethylamino) cyclohexyl] amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771506-60-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

chloropyrazolo [1, 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




0 



,0 




0 



,0 




RN 



771507-72-3 CAPLUS 
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CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

cyclopentylpyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME ) 

Relative stereochemistry. 



RN 771508-51-1 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [ 1 , 5-a] pyrimidin-7-yl JaminoJ-2-chloro-N, N-dimethyl- (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 845895-93-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- ( 2-thienylsulf onyl ) phenyl ] - 
(CA INDEX NAME) 

Relative stereochemistry. 





0 



,0 
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TITLE: Optimizing Fragment and Scaffold Docking by Use of 

Molecular Interaction Fingerprints 
AUTHOR(S): Marcou, Gilles; Rognan, Didier 

CORPORATE SOURCE: Bioinf ormatics of the Drug, UMR 7175 CNRS-ULP 

(Universite Louis Pasteur- Strasbourg I), Illkirch, 
F-67400, Fr. 

SOURCE: Journal of Chemical Information and Modeling (2007), 

47(1), 195-207 

CODEN: JCISD8; ISSN: 1549-9596 
PUBLISHER: American Chemical Society 

DOCUMENT TYPE: Journal 
LANGUAGE: English 

AB Protein-ligand interaction fingerprints have been used to postprocess docking 
poses of three ligand data sets: a set of 40 low-mol . -weight compds . from the 
Protein Data Bank, a collection of 40 scaffolds from pharmaceutically relevant 
protein ligands, and a database of 19 scaffolds extracted from true cdk2 
inhibitors seeded in 2230 scaffold decoys. Four popular docking tools (FlexX, 
Glide, Gold, and Surflex) were used to generate poses for ligands of the three 
data sets. In all cases, scoring by the similarity of interaction 
fingerprints to a given reference was statistically superior to conventional 
scoring functions in posing low-mol . -weight fragments, predicting protein- 
bound scaffold coordinates according to the known binding mode of related 
ligands, and screening a scaffold library to enrich a hit list in true cdk2- 
targeted scaffolds. 

IT 771498-73-8 

RL: PAC (Pharmacological activity); PRP (Properties); THU (Therapeutic 
use); BIOL (Biological study); USES (Uses) 

(optimizing fragment and scaffold docking by use of mol. interaction 
fingerprints ) 
RN 771498-73-8 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5-chloro-N- [ 4- (methylsulf onyl ) phenyl ] - 
(CA INDEX NAME) 




REFERENCE COUNT: 58 THERE ARE 58 CITED REFERENCES AVAILABLE FOR THIS 

134 



10/551,177 February 25, 2009 

RECORD. ALL CITATIONS AVAILABLE IN THE RE FORMAT 



L8 ANSWER 11 OF 17 CAPLUS COPYRIGHT 2009 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
PATENT ASSIGNEE (S) : 
SOURCE: 



DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



2006:167936 CAPLUS Full-text 
144:254145 

Preparation of novel pyrazolopyrimidines as cyclin 
dependent kinase inhibitors 
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Br 



II 




irf> 



Br 



H" 



S02Me 



III 



AB The title compds . I [R = aryl optionally substituted with one or more 

heteroaryl; R2 = alkyl, cycloalkyl, CF3, etc.; R3 = H, halo, alkyl, etc.; R4 = 
H, halo, alkyl], useful as inhibitors of cyclin dependent kinases, were 
prepared Thus, reacting II (preparation given) with 4-methylsulf onylaniline 
hydrochloride in the presence of iPr2NEt afforded 23% III. The compds. I were 
tested in in vitro cyclin E/CDK2 kinase assay (biol. data given for 
representative compds. I). The invention also provides pharmaceutical compns. 
containing one or more compds. I, methods of preparing pharmaceutical 
formulations comprising one or more such compds., and methods of treatment, 
prevention, inhibition, or amelioration of one or more diseases associated 
with the CDKs using such compds. or pharmaceutical compns. 



RL: PRPH (Prophetic) 

(Preparation of novel pyrazolopyrimidines as cyclin dependent kinase 
inhibitors ) 
RN 676366-21-5 CAPLUS 

CN Benzenemethanol, 3- [ [3-bromo-5- ( 2-chlorophenyl ) pyrazolo [1, 5-a] pyrimidin-7- 
yl] amino]- (CA INDEX NAME) 



IT 
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RN 676366-22-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N- (3- 
methoxyphenyl) - (CA INDEX NAME) 




RN 676366-23-7 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- (2-chlorophenyl ) -N- ( 4- 
methoxyphenyl) - (CA INDEX NAME) 



OMe 




RN 676366-25-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-5- ( 3 -fur any 1 ) -N- [4- 
(methylsulfonyl) phenyl] - (CA INDEX NAME) 
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CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2 -fur any 1 ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 



Br 




RN 676366-27-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ 3-bromo- 7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, phenylmethyl 
ester (CA INDEX NAME) 



O 



Ph— CH2— O— C-""' 




'A 



RN 676366-28-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [ 3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, phenylmethyl 
ester (CA INDEX NAME) 



138 



10/551,177 



February 25, 2009 



Ph— CH2— 0— C- 




RN 676366-30-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-cyclohexyl-N- [ 4- 
(methylsulfonyl) phenyl] - (CA INDEX NAME) 




RN 676366-78-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

3-bromo-N5-cyclohexyl-N7- [4- (methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 676366-79-3 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- [3-bromo-7- [ [4- 
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(methylsulfonyl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, (2R) - (CA 
INDEX NAME ) 

Absolute stereochemistry. 




RN 676366-80-6 CAPLUS 

CN 1-Butanol, 2- [ [3-bromo-7- [ [4- (methylsulf onyl ) phenyl ] amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] -3-methyl-, (2S)- (CA INDEX NAME) 

Absolute stereochemistry. 



0 0 



RN 676366-82-8 CAPLUS 

CN 1-Butanol, 2- [ [3-bromo-7- [ [4- (methylsulf onyl ) phenyl ] amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] -3-methyl-, (2R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-83-9 CAPLUS 
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2-Piperidinemethanol, 1- [3-bromo-7- [ [4- 

(methylsulf onyl ) phenyl ] amino] pyrazolo [ 1 , 5-a] pyrimidin-5-yl ] - (CA INDEX 
NAME ) 




RN 676366-84-0 CAPLUS 

CN 2-Piperidineethanol, 1- [3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] - (CA INDEX 
NAME) 




RN 676366-85-1 CAPLUS 

CN Cyclopentanemethanol, 1- [ [ 3-bromo-7- [ [ 4- 

(methylsulfonyl)phenyl] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] - (CA 
INDEX NAME) 
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RN 676366-88-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
(4-piperidinyl) - (CA INDEX NAME) 




RN 676366-89-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
(3-piperidinyl) - (CA INDEX NAME) 




RN 1057251-70-3 CAPLUS 

CN Cyclohexanemethanol, 2- [ [3-bromo-7- [ [4- 

(methylsulfonyl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] amino] -, 
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(1S,2R)- (CA INDEX NAME ) 
Absolute stereochemistry. 

v° 




RN 1057251-71-4 CAPLUS 

CN Cyclohexanemethanol, 2- [ [ 3-bromo-7- [ [ 4- 

(methylsulf onyl ) phenyl ] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] amino] -, 
(1R,2R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RL: PAC (Pharmacological activity); RCT (Reactant); SPN (Synthetic 
preparation); THU (Therapeutic use); BIOL (Biological study); PREP 
(Preparation); RACT (Reactant or reagent); USES (Uses) 

(preparation of novel pyrazolopyrimidines as cyclin dependent kinase 
inhibitors for treatment and prevention of diseases) 
RN 676366-29-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 676366-31-7 CAPLUS 

CN Benzenesulf onic acid, 4- [ ( 3-bromo- 5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 676366-35-1 CAPLUS 

CN Benzenesulf onic acid, 4- [ ( 3-ethyl-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 676366-42-0 CAPLUS 

CN Carbamic acid, [ 2- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 

yl ) amino] phenyl] sulfonyl] amino] ethyl] -, 1 , 1-dimethylethyl ester (9CI) (CA 
INDEX NAME) 
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RN 676366-51-1 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin 
yl) amino] -N- (2-methoxyethyl) - (CA INDEX NAME) 



Ph* 




RN 877173-62-1 CAPLUS 

CN Benzenesulf onic acid, 3- [ [ 3-bromo-5- ( 2-f luorophenyl ) pyrazolo [ 1 , 5 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 




IT 
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RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of novel pyrazolopyrimidines as cyclin dependent kinase 
inhibitors for treatment and prevention of diseases) 
RN 676366-05-5 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2-chlorophenyl ) -N- [ 4- 
(methylsulfonyl)phenyl]- (CA INDEX NAME) 




RN 676366-06-6 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- (2-chlorophenyl ) -N-phenyl- 
(CA INDEX NAME) 




RN 
CN 



676366-07-7 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-chloro-5- ( 2-f luorophenyl ) -N-phenyl- 
(CA INDEX NAME) 
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RN 676366-08-8 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-chloro-5- ( 2-f luorophenyl ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 



0 




RN 676366-09-9 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2-f luorophenyl ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 



O 




RN 676366-10-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
[3- (trifluoromethyl)phenyl] - (CA INDEX NAME) 
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RN 676366-11-3 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 1 -methyl ethyl ) -N- [ 4- 
(methylsulfonyl ) phenyl ] - (CA INDEX NAME) 




676366-12-4 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 1 -methyl ethyl ) -N-phenyl- 
INDEX NAME) 



676366-13-5 CAPLUS 

Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 1 , 1 -dimethyl ethyl ) -N-phenyl- 
(CA INDEX NAME) 
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Br 




NHPh 



RN 676366-14-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-cyclopropyl-N- [ 4- 
(methylsulfonyl)phenyl] -5-phenyl- (CA INDEX NAME) 




RN 676366-15-7 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3- ( 1-methylethyl ) -N- [ 4- 
(methylsulfonyl)phenyl] -5-phenyl- (CA INDEX NAME) 




RN 676366-16-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5- ( 4-chlorophenyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 



149 



10/551,177 



February 25, 2009 




RN 676366-17-9 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3-bromo-5- ( 2 , 3-dichlorophenyl ) -N- [ 4- ( 4- 
morpholinyl) phenyl] - (CA INDEX NAME) 




RN 676366-18-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- ( 3-chlorophenyl ) -5- (2- 
methoxyphenyl) - (CA INDEX NAME) 




RN 676366-19-1 CAPLUS 

CN Phenol, 3- [ [3-bromo-5- ( 2-methylphenyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] - 
(CA INDEX NAME) 
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RN 676366-20-4 CAPLUS 

CN Benzenemethanol, 5- [ [3-bromo-5- (2, 3-dichlorophenyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] -2-chloro- (CA INDEX NAME) 



CI 




RN 676366-24-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [4- (methylsulf onyl ) phenyl ] -5- 
phenyl- (CA INDEX NAME) 




RN 676366-32-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-ethyl-N- [4- (methylsulf onyl ) phenyl ] -5- 
phenyl- (CA INDEX NAME) 
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RN 676366-33-9 CAPLUS 

CN Benzenesulf onic acid, 3- [ ( 3-bromo- 5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 676366-36-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N-propyl- (CA INDEX NAME) 




RN 676366-37-3 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-ethyl- (CA INDEX NAME) 
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0^= S — NHEt 




RN 676366-39-5 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N- ( 2-hydroxyethyl ) - (CA INDEX NAME) 




RN 676366-40-8 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 676366-41-9 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-methyl- (CA INDEX NAME) 
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0=S— NHMe 




RN 676366-43-1 CAPLUS 

CN Benzene sulfonamide, N- ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7-yl ) -4- 
[ (3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - (CA INDEX NAME) 



Br 




RN 676366-44-2 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] -N- (phenylmethyl) - (CA INDEX NAME) 



0=S— NH— CH2— Ph 
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RN 676366-45-3 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- ( 3-hydroxypropyl ) - (CA INDEX NAME) 




RN 676366-46-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-b-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-phenyl- (CA INDEX NAME) 




RN 676366-47-5 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-4-pyridinyl- (CA INDEX NAME) 
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RN 676366-48-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5- 

a] pyrimidin-7-yl ) amino] phenyl ] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester 
(CA INDEX NAME) 



PAGE 1-A 




PAGE 2 -A 



RN 676366-49-7 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N-cyclopentyl- (CA INDEX NAME) 




RN 676366-50-0 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-b-phenylpyrazolo [1, b-aj pyrimidin-7- 
yl) amino] -N- ( 2-hydroxy-l-methylethyl ) - (CA INDEX NAME) 



O Me 

L NH— Lh— CH 2— OH 




RN 676366-52-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] -N- [2- (dimethylamino) ethyl] - (CA INDEX NAME) 
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RN 676366-53-3 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino] -N- ( 2-pyridinylmethyl ) - (CA INDEX NAME) 




RN 676366-54-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- ( 3-pyridinylmethyl ) - (CA INDEX NAME) 



158 



10/551,177 



February 25, 2009 




RN 676366-55-5 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-T- 
yl ) amino ] -N- [ 2- ( 4-morpholinyl ) ethyl ] - (CA INDEX NAME) 



PAGE 1-A 



O 

CH2 




PAGE 2 -A 



RN 676366-56-6 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-bis ( 2-hydroxyethyl ) - (CA INDEX NAME) 



0 CH2— CH2— OH 

-LLc 



-CH2— CH2— OH 



RN 676366-57-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N- [3- (dimethylamino) -2, 2-dimethylpropyl ] - (CA INDEX NAME) 



= y — NH — CH2— L CH2 — NMe2 



RN 676366-58-8 CAPLUS 

CN Ethanesulf onic acid, 2- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]phenyl] sulfonyl] amino] - (CA INDEX NAME) 



JL 



NH— CH2— CH2— S03H 
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RN 676366-59-9 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [2-hydroxy-l- (hydroxymethyl) ethyl]- (CA INDEX NAME) 




RN 676366-60-2 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 

yl) amino] -N- [2-hydroxy-l- (hydroxymethyl) -1-methylethyl] - (CA INDEX NAME) 




RN 676366-61-3 CAPLUS 

CN Glycine, N- [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] phenyl] sulfonyl] -, methyl ester (CA INDEX NAME) 
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RN 676366-62-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(dimethylamino)propyl]- (CA INDEX NAME) 




RN 676366-63-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 3-bromo-N- [ 4- [ ( 4-methyl-l- 
piperazinyl) sulfonyl ] phenyl ] -5-phenyl- (CA INDEX NAME) 




RN 676366-64-6 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( 1R) -1- (hydroxymethyl) -2-phenylethyl] - (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676366-65-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( IS ) -1- (hydroxymethyl ) -2-phenylethyl ] - (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-66-8 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -N-cyclohexyl- (CA INDEX NAME) 




RN 676366-67-9 CAPLUS 
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CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- [ ( l-ethyl-2-pyrrolidinyl ) methyl] - (CA INDEX NAME ) 




RN 676366-68-0 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl)amino]-N-[2-(l-methyl-2-pyrrolidinyl)ethyl]- (CA INDEX NAME) 



PAGE 1-A 




PAGE 2 -A 
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RN 676366-69-1 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(2-oxo-l-pyrrolidinyl)propyl]- (CA INDEX NAME) 




RN 676366-70-4 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl)amino]-N-[3-(lH-imidazol-l-yl)propyl]- (CA INDEX NAME) 




RN 676366-71-5 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [ [ [4- [ (3-bromo- 5-phenylpyrazolo [1, 5- 

a] pyrimidin-7-yl ) amino] phenyl] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester, 
(3S)- (CA INDEX NAME) 

Absolute stereochemistry. 
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RN 676366-72-6 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid, 3- [ [ [ 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5- 

a] pyrimidin-7-yl ) amino ] phenyl ] sulf onyl] amino] -, 1 , 1 -dimethyl ethyl ester, 
(3R)- (CA INDEX NAME) 

Absolute stereochemistry. 




RN 676366-73-7 CAPLUS 

CN Benzene sulfonamide, 3- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino] -N- (2-hydroxyethyl) - (CA INDEX NAME) 




RN 676366-74-8 CAPLUS 

CN Benzenesulf onamide, 3- [ ( 3-bromo-5-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N- ( 2-hydroxypropyl ) - (CA INDEX NAME) 
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RN 676366-75-9 CAPLUS 

CN Benzene sulfonamide, 4- [ [3-bromo-5- ( 2-f luorophenyl ) pyrazolo [ 1 , 5-a] pyrimidin- 
7-yl] amino] -N- ( 2-hydroxyethyl ) - (CA INDEX NAME) 




RN 676366-76-0 CAPLUS 

CN Benzenesulf onamide, N- [2- (dimethylamino) ethyl] -4- [ (3-ethyl-5- 
phenylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - (CA INDEX NAME) 




RN 676366-77-1 CAPLUS 

CN 2-Pyrrolidinemethanol, 1- [3-bromo-7- [ [4- 

(methylsulfonyl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, (2S) - (CA 
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INDEX NAME ) 
Absolute stereochemistry. 




RN 877173-63-2 CAPLUS 

CN Benzenesulf onic acid, 4- [ ( 3-bromo-5-phenylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]-, 2 , 2-dimethylhydrazide (CA INDEX NAME) 




RN 877173-67-6 CAPLUS 

CN Benzenesulf onamide, N- ( 2-aminoethyl ) -4- [ ( 3-bromo-5-phenylpyrazolo [1,5- 
a]pyrimidin-7-yl) amino] - (CA INDEX NAME) 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RAC 

(Reactant or reagent) 

(preparation of novel pyrazolopyrimidines as cyclin dependent kinase 
inhibitors for treatment and prevention of diseases) 

877173-85-8 CAPLUS 

1, 3-Benzenediamine, N3- ( 3-bromopyrazolo [1, 5-a] pyrimidin-7-yl ) -N1,N1- 
dimethyl- (CA INDEX NAME) 




RN 877173-86-9 CAPLUS 

CN Phenol, 4- [( 3-bromopyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] - (CA INDEX NAME) 




RN 877173-87-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [ 3-bromo-7- [ [ 3- 

(dimethylamino) phenyl] amino ] pyrazolo [1, 5-a] pyr imidin-5-yl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 
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RN 877173-88-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 3- [ 3-bromo- 7- [ [ 4- ( lH-imidazol-1- 

yl)phenyl] amino] pyrazolo [1, 5-a] pyrimidin-5-yl ] -, 1, 1-dimethylethyl ester 
(CA INDEX NAME) 
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RN 911302-31-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ ( 4-aminocyclohexyl ) amino] -3- ( 1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl 
NAME ) 



O^'l— NMe2 



H 2 N„ 
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structure guided design of a series of pyrazolo [ 1 , 5-a] pyrimidines 



ith high potency for human cyclin-dependent kinase 2 (CDK2) is described. 
Some examples were shown to inhibit the growth of human colon tumor cells, 
were equipotent for CDK1 and were selective against GSK-3(3 and other kinases. 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(structure-guided design of pyrazolo [ 1 , 5-a] pyrimidines as CDK2 
inhibitors ) 
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RN 771499-44-6 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5- [ ( trans-4-aminocyclohexyl ) amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 771499-50-4 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771499-95-7 CAPLUS 

CN Benzenesulfonamide, N, N-dimethyl -4- [ [ 3- ( 1 -methyl ethyl ) -5- ( 2- 

methylpropoxy) pyrazolo [1, 5-a] pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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RN 771500-00-6 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 3- ( 1 -methyl ethyl ) -5- ( 2-methylpropoxy ) -N- 
[4- (methylsulfonyl)phenyl] - (CA INDEX NAME) 




RN 771503-67-4 CAPLUS 

CN Benzene sulfonamide, 4- [ [5-[ [trans- 4- ( diethyl amino ) cyclohexyl] amino] -3- ( 1- 
methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 771504-46-2 CAPLUS 

CN Benzenesulf onamide, 4- [ [ 5- [ ( 3-aminocyclohexyl ) amino] -3- ( 1- 

methyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 
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3= S— NMe 2 



• NH- 




RN 771504-52-0 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) oxy] -3- ti- 
met hyl ethyl ) pyrazolo [ 1 , 5 -a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 771505-96-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -3-bromo-N7- [ 4- (phenylsulf onyl ) phenyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



RN 771506-54-8 CAPLUS 

CN Benzenesulf onamide, 4- [ [5-[ [trans-4- (ethyl amino) cyclohexyl] amino] -3- (1- 

methylethyl ) pyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX 




O 0 

V 
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NAME ) 

Relative stereochemistry. 




RN 771506-60-6 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

chloropyrazolo [1, 5-a] pyrimidin-7-yl ] amino] -N, N-dimethyl- (CA INDEX NAME) 

Relative stereochemistry. 




RN 771507-72-3 CAPLUS 

CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

cyclopentylpyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -N, N-dimethyl- (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 771508-51-1 CAPLUS 
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CN Benzenesulf onamide, 4- [ [5- [ (trans-4-aminocyclohexyl ) amino] -3- 

bromopyrazolo [ 1 , 5-a] pyrimidin-7-yl] amino] -2-chloro-N, N-dimethyl 
INDEX NAME ) 

Relative stereochemistry. 




RN 845895-93-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -3-chloro-N7- [4- ( 2-thienylsulf onyl ) phenyl ] - 
(CA INDEX NAME) 

Relative stereochemistry. 




RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(structure-guided design of pyrazolo [ 1 , 5-a] pyrimidines as CDK2 
inhibitors ) 
RN 771499-17-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5-chloro-3- ( 1 -methyl ethyl ) -N- [ 4- 
(methylsulfonyl)phenyl] - (CA INDEX NAME) 
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- (CA 



176 



10/551,177 



February 25, 2009 




RN 771499-34-4 CAPLUS 

CN Benzene sulfonamide, 4- [ [ 5-chloro-3- ( 1-methylethyl ) pyrazolo [ 1 , 5 -a] pyrimidin- 
7-yl] amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771502-21-7 CAPLUS 

CN Benzene sulfonamide, 4- [ ( 3-bromo-5-chloropyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 




RN 771505-91-0 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3-bromo-5-chloro-N- [ 4- 
(phenylsulfonyl)phenyl] - (CA INDEX NAME) 
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RN 771509-26-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 3 , 5-dichloro-N- [ 4- ( 2- 
thienylsulfonyl ) phenyl ] - (CA INDEX NAME) 




RN 845895-96-7 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 5-chloro-3-cyclopentylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino] -N, N-dimethyl- (CA INDEX NAME) 
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RN 845895-98-9 CAPLUS 

CN Benzenesulf onamide, 4- [ (3, 5-dichloropyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - 
N,N-dimethyl- (CA INDEX NAME) 




RN 845895-99-0 CAPLUS 

CN Benzenesulf onamide, 4- [ ( 3-bromo-5-chloropyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino] -2-chloro-N, N-dimethyl- (CA INDEX NAME) 



:H— NMe2 
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AB Title compds. I [Rl-2, R4 = H; R3 = alk (en/yn) yl, cycloalkyl, aryl, etc.; R5 = 
alk (en/yn) yl, cycloalkyl, aryl, etc.; R6 = H, alk ( en/yn ) yl , cycloalkyl, etc.] 
are prepared For instance, II is prepared in several steps from 5,7- 
dichloropyrazolo [ 1 , 5-a] pyrimidine . All example compds. exhibited MAPKAPK-2 
kinase activity (data given) . I are useful for the treatment of kinase 
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10/551,177 February 25, 2009 

mediated disorders, such as inflammation, autoimmune disorders, destructive 
bone disorder, cancer and tumor growth. 

761452-80-2P 76I452-62-4P 76I452-63-5P 

761452-64-6P 761452-65-7P 761452-66-8P 

761452-68-0P 76.I452-69-.IP 761452-70-4P 

>-6F 61452 3 

761452-74--8P 761452-77 -IP 761452--78-2P 

761452-79--3P 761452-80-6P 761452-84-0P 

761452-86-2? 761452-87-3P 761452-8S-4P 



-28-5P 
-3 I -OP 
-34-3P 
-37-6P 
-41-2P 
-4 4-5P 
-47-8P 
--50--3P 
--53-6P 
-56-9P 
-53-2P 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. as kinase inhibitors) 
RN 761452-56-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-chloro-4-f luorophenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 761452-57-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5-(trans-4-aminocyclohexyl)-N7-(3, 4-dichlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 



CI 




RN 761452-59-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-chloro-4-methoxyphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 761452-60-2 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (3-chloro-4-methylphenyl ) - (CA INDEX 
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NAME ) 

Relative stereochemistry. 



RN 761452-62-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2-methylphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-63-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7-phenyl- (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-64-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-chlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761452-65-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (4-chlorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-66-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 2-chlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-68-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl) -N7- [4- (dimethylamino ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 761452-69-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (4-f luorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



'XX 




RN 761452-70-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-methoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-71-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -N7- [3- (dimethylamino)phenyl] - (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 761452-72-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl) -N7- [4- (trif luoromethyl ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 761452-73-7 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-phenoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-74-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 4-dif luorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761452-77-1 CAPLUS 

CN Acet amide, N- [trans- 4- [ [ 7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a] pyrimidin-5-yl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-78-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5-(trans-4-aminocyclohexyl)-N7-[4-(methylthio)phenyl]- (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-79-3 CAPLUS 

CN Methanesulf onamide, N- [trans-4- [ [7- [ (3-chloro-4- 

f luorophenyl ) amino] pyrazolo [1, 5-a]pyrimidin-5-yl] amino] cyclohexyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 
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ci 




RN 761452-80-6 CAPLUS 

CN Ben z amide, N- [trans- 4- [ [ 7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a]pyrimidin-5-yl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-84-0 CAPLUS 

CN Benzonitrile, 3- [ [5- [ (trans-4-aminocyclohexyl ) amino] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-86-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- [4- (1, 1-dimethylethyl ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 



CI 





H 
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H2N.. v 




RN 761452-87-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (4-ethoxyphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-88-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-propylphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-89-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl) -N7- [ 4- ( 1-methylethyl ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 
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H 2 N -„ 




.11. 



RN 761452-90-8 CAPLUS 

CN Urea, N- [trans-4- [ [7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a] pyrimidin-5-yl] amino] cyclohexyl] -N 1 -methyl- (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-92-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (3-iodophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-93-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl) -N7- [ 4- ( 4-chlorophenoxy) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 



ci 
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cr 




RN 761452-94-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -N7- [ 4- [3- (trif luoromethyl ) phenoxy] phenyl ] - 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-95-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (3, 4-dimethylphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-96-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-methylphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




Me 
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RN 761452-97-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 6-dimethylphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



RN 761452-98-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-phenoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761452-99-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2-methoxyphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-01-4 CAPLUS 

CN Urea, N- [trans- 4- [ [ 7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a] pyrimidin-5-yl] amino] cyclohexyl] -N 1 -phenyl- (CA INDEX NAME) 

Relative stereochemistry. 



ci 




RN 761453-02-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-fluorophenyl) -N5- (4-methyl-l-piperazinyl) - (CA INDEX NAME) 




RN 761453-04-7 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -N7- [4- (phenylmethoxy) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 
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■ II H 



RN 761453-06-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2-ethoxyphenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-07-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-fluorophenyl) -N5- ( l-methyl-4-piperidinyl ) - (CA INDEX NAME) 




RN 761453-08-1 CAPLUS 

CN Thiourea, N- [trans-4- [ [7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a] pyrimidin-5-yl] amino] cyclohexyl] -N ' -methyl- (CA INDEX NAME) 

Relative stereochemistry. 
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ci 




RN 761453-11-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5-(trans-4-aminocyclohexyl)-N7-(2, 4-dichlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-12-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (3-aminocyclohexyl) -N7- ( 3-chloro-4-f luorophenyl) - (CA INDEX NAME) 



H 2 !I- 




RN 761453-13-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (3-methoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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MeO-^^^ -~NH 




H2N. 



H 



RN 761453-14-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -N7- [3- (trif luoromethoxy ) phenyl] - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 761453-15-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans- 4-aminocyclohexyl ) -N7- [3- (phenylmethoxy) phenyl] - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 761453-16-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 3-ethoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-17-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5-(trans-4-aminocyclohexyl)-N7-(2-fluorophenyl)- (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-18-3 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 3-dichlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-19-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 5-dichlorophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-20-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 6-dichlorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 



^ N H 



RN 761453-21-8 CAPLUS 

CN Phenol, 4- [ [5- [ (trans-4-aminocyclohexyl) amino] pyrazolo [ 1 , 5-a] pyrimidin-7- 
yl] amino]- (CA INDEX NAME) 

Relative stereochemistry. 



761453-23-0 CAPLUS 

Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- ( 3 -amino- 1 -piper idinyl ) -N- (3-chloro- 
fluorophenyl) - (CA INDEX NAME) 
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H2N. 




RN 761453-24-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-fluorophenyl) -N5-3-pyrrolidinyl- (CA INDEX NAME) 




RN 761453-25-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-fluorophenyl) -N5-3-piper idinyl- (CA INDEX NAME) 



F 




RN 761453-26-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 5-dimethylphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-27-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 3-dimethylphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-28-5 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (4-aminobutyl) -N7- ( 3-chloro-4-f luorophenyl ) - (CA INDEX NAME) 




RN 761453-29-6 CAPLUS 

CN Guanidine, N- [4- [ [7- [ ( 3-chloro-4-f luorophenyl ) amino] pyrazolo [1,5- 
a] pyrimidin-5-yl] amino] cyclohexyl] -N ' -cyano- (CA INDEX NAME) 
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F 




RN 761453-30-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (2-aminoethyl) -N7- ( 3-chloro-4-f luorophenyl ) -N5-methyl- (CA INDEX NAME) 



F 




RN 761453-31-0 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, N- ( 3 -chloro-4-f luorophenyl ) -5- ( 1- 
piperazinyl) - (CA INDEX NAME) 



F 




RN 761453-32-1 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- ( 3 -amino- 1 -pyrrol idinyl ) -N- (3-chloro-4- 
f luorophenyl) - (CA INDEX NAME) 
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F 




RN 761453-33-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (3-bromophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-34-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-bromophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-35-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-iodophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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i. 



H 2 N -„ 



.11. 



RN 761453-36-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7-(3-chloro-4-fluorophenyl)-N5-[2-(methylamino)ethyl]- (CA INDEX NAME) 



MeNH— CH2— CH2— NI 



RN 761453-37-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- (methylamino ) cyclohexyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



F 




CI 




RN 
CN 



761453-38-7 CAPLUS 

Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5-4-piperidinyl- (CA INDEX NAME) 
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RN 761453-39-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- ( ethylamino ) cyclohexyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



CI 




RN 761453-41-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -N7- [2-chloro-4- (tr if luoromethyl ) phenyl ] - (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 761453-42-3 CAPLUS 

CN Benzonitrile, 2- [ [5- [ (trans-4-aminocyclohexyl) amino] pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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Relative stereochemistry. 



H21I... 




RN 761453-43-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl) -N7- [2- (trif luoromethyl ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 761453-44-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (3-aminopropyl) -N7- ( 3-chloro-4-f luorophenyl ) - (CA INDEX NAME) 



H 2 N— (CH2) 3-NI 



RN 761453-45-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidin-7-amine, 5- ( 4-amino-l -piper idinyl ) -N- (3-chloro-4- 
f luorophenyl) - (CA INDEX NAME) 




H 



F 
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RN 761453-46-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (2-methoxyphenyl) -N5-3-piperidinyl- (CA INDEX NAME) 




RN 761453-47-8 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N7- (3-methoxyphenyl) -N5-3-piperidinyl- (CA INDEX NAME) 




RN 761453-48-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- [3- (phenylmethoxy) phenyl ] -N5-3-piperidinyl- (CA INDEX NAME) 
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Ph— CH2— 0_ 




■NH- 



RN 761453-49-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -N7- ( 2-chloro-5-methoxyphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 761453-50-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- [ 2- ( 1-methylethenyl ) phenyl ] - (CA INDEX 
NAME) 

Relative stereochemistry. 



RN 761453-51-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 2-iodophenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 





207 



10/551,177 



February 25, 2009 




RN 761453-52-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2-bromophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-53-6 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 3, 4-tr imethoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-54-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-butoxyphenyl ) - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-55-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-ethoxyphenyl) -N5-3-piperidinyl- (CA INDEX NAME) 




RN 761453-56-9 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, N7- ( 4-iodophenyl ) -N5-3-piperidinyl- 
(CA INDEX NAME) 




RN 761453-57-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- ( trans- 4-aminocyclohexyl ) -N7- [2-chloro-4- (trif luoromethoxy ) phenyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-58-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 2-chloro-4-f luorophenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 761453-59-2 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- (2, 6-dif luorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-62-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 2-f luoro-4-methoxyphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 
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RN 761453-63-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (trans-4-aminocyclohexyl ) -N7- [2-f luoro-4- ( 1-methylethoxy) phenyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 




RN 761453-64-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (trans-4-aminocyclohexyl) -N7- ( 4-methoxy-2-methylphenyl ) - (CA INDEX 
NAME) 

Relative stereochemistry. 




RN 761453-66-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (2-aminoethyl) -N7- ( 3-chloro-4-f luorophenyl ) - (CA INDEX NAME) 
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F 



H2N-CH2— CH2-NI 



CI, 




RN 761453-67-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- (3R) -1-azabicyclo [2 . 2.2] oct-3-yl-N7- ( 3-chloro-4-f luorophenyl ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 761453-68-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N5- (3S) -1-azabicyclo [2 . 2.2] oct-3-yl-N7- ( 3-chloro-4-f luorophenyl ) - (CA 
INDEX NAME) 

Absolute stereochemistry. 



RN 761453-69-4 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ ( 3-phenyl-2-propen-l- 



Cl 




CI 




212 



10/551,177 February 25, 2009 

yl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 



CI 




RN 761453-70-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (phenylmethyl ) amino] cyclohexyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 



CI 




RN 761453-71-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ ( 2-phenylethyl ) amino] cyclohexyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-72-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ [3- ( 4-methoxyphenyl ) -2-propen-l- 
yl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 



CI 




RN 761453-73-0 CAPLUS 

CN Pyrazolo [ 1 , 5-a] pyrimidine-5, 7-diamine, 

N7- ( 3 -chloro-4-f luorophenyl) -N5- [trans-4-[ [3- [ 4- (dimethylamino ) phenyl ] -2- 
propen-l-yl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 




RN 761453-74-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (3- 
phenylpropyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
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ci 




RN 761453-75-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- (pentylamino ) cyclohexyl] - (CA 
INDEX NAME) 

Relative stereochemistry. 



ci 




RN 761453-76-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [transa- 
ct cyclohexylmethyl ) amino ] cyclohexyl ] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-77-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 
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N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ [ (tetrahydro-3- 
furanyl) methyl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-78-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (3- 
furanylmethyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-79-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (3- 
thienylmethyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-80-9 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ ( 2-ethylbutyl ) amino] cyclohexyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 761453-81-0 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ ( 4-phenylbutyl ) amino] cyclohexyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 



RN 761453-82-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (5- 
phenylpentyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 



CI 




CI 
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ci 




RN 761453-83-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N5- [trans-4- [ [3- ( 4-bromophenyl ) -2-propen-l-yl ] amino] cyclohexyl] -N7- (3- 
chloro-4-fluorophenyl) - (CA INDEX NAME) 

Relative stereochemistry. 
Double bond geometry unknown. 



ci 




RN 761453-84-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- ( cyclohexylamino ) cyclohexyl] - 
(CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-85-4 CAPLUS 
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CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ ( 1-methylethyl ) amino] cyclohexyl] - 
(CA INDEX NAME ) 

Relative stereochemistry. 



CI 




RN 761453-86-5 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (l-methyl-4- 
piperidinyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 




RN 761453-87-6 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ [2- (dimethylamino) -1- 
methylethyl] amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 
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RN 761453-88-7 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, N5-cyclohexyl-N7- ( 4-ethoxyphenyl ) - 
(CA INDEX NAME) 



RN 761453-89-8 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5, 7-diamine, N5-cyclohexyl-N7- ( 3-iodophenyl ) - 
(CA INDEX NAME) 



O .... CT 5 ^ 



RN 761453-90-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, N5-cyclohexyl-N7- ( 2-f luorophenyl ) - 
(CA INDEX NAME) 
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RN 764656-38-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidine-5 , 7-diamine, 

N7- (3-chloro-4-f luorophenyl) -N5- [trans-4- [ (4- 
phenylcyclohexyl) amino] cyclohexyl] - (CA INDEX NAME) 

Relative stereochemistry. 




IT 761453-91-2P 761453 --92-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. as kinase inhibitors) 
RN 761453-91-2 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- ( 2-methylphenyl ) - (CA INDEX 
NAME) 




RN 761453-92-3 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-chloro-N- ( 2 , 6-dichlorophenyl ) - (CA 
INDEX NAME) 
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AB Fused pyrimidines I (R1-R3 = H, alkyl, etc.; A, B = methine, nitrogen; AB 

together form pyrazolo, triazolo, imidazo group; X = oxygen, sulfur, nitrogen; 
Al, A2 = arylene; n = integer; Y = alkyl, alkoxy, alkylthio, etc.) were 
disclosed as angiotensin antagonists. I are selected from the group of 
pyrazolo [1, 5-a] pyrimidines , 1 , 2 , 4-triazolo [ 1 , 5-a] pyrimidines , or imidazo [1,5- 
a] pyrimidines . A prepared example compound is 5-ethyl-N-methyl-N- [ [ ( 1H- 
tetrazol-5-yl ) biphenyl-4-yl ] methyl] pyrazolo [ 1 , 5- a] pyr imidin-7-amine (II) . 

IT 167371-82-6 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. angiotensin antagonists) 

RN 167371-82-6 CAPLUS 

CN Benzenesulf onic acid, 2- [ [ [ 4- [ ( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] phenyl] amino] carbonyl] - (CA INDEX NAME) 




IT 3 P 16 < 15 

16 7 3 7 1 - 8 0 -- 4 P 16 73 7 2 - 1 1 - 4 P 1 S 7 3 7 2 - 3 4 - 1 P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. angiotensin antagonists) 
RN 167371-71-3 CAPLUS 

CN [1,1' -Biphenyl] -2-carbonitrile, 4 ' - [ (5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 
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RN 167371-74-6 CAPLUS 

CN [1, 1 ' -Biphenyl] -2-carboxylic acid, 

4 ' - [ ( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7-yl) amino] -, ethyl ester (CA INDEX 
NAME) 




RN 167371-79-1 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-ethyl-N- ( 4-nitrophenyl ) - (CA INDEX 
NAME) 



N02 




RN 167371-80-4 CAPLUS 

CN 1, 4-Benzenediamine, Nl- ( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) - (CA INDEX 
NAME) 
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NH2 




RN 167372-11-4 CAPLUS 

CN Benzeneacetonitrile, 4- [ ( 5-ethylpyrazolo [ 1 , 5 -a] pyr imidin-7-yl ) amino] - 
a-phenyl- (CA INDEX NAME) 




RN 167372-34-1 CAPLUS 

CN L-Phenylalanine, N- [ 4- [ ( 5-ethylpyrazolo [ 1 , 5 -a] pyr imidin-7- 
yl) amino] benzoyl] -, methyl ester (CA INDEX NAME) 

Absolute stereochemistry. 




IT 
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RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study); PREP (Preparation); USES (Uses) 

(preparation of pyrazolo [ 1 , 5-a] pyrimidine derivs. angiotensin antagonists) 
RN 167371-72-4 CAPLUS 

CN Pyrazolo [1, 5-a] pyrimidin-7-amine, 5-ethyl-N- [ 2 ' - ( 2H-tetrazol-5-yl ) [1,1'- 
biphenyl] -4-yl] - (CA INDEX NAME) 




RN 167371-75-7 CAPLUS 

CN [1, 1 ' -Biphenyl] -2-carboxylic acid, 

4'-[ (5-ethylpyrazolo [1, 5-a]pyrimidin-7-yl) amino] - (CA INDEX NAME) 




RN 167371-81-5 CAPLUS 

CN 2 , 5-Pyrrolidinedione, 1- [ 4- [ ( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] phenyl ] - (CA INDEX NAME) 
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RN 167371-85-9 CAPLUS 

CN Benzamide, 4- [ ( 5-ethylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -N- [2- (2H- 
tetrazol-5-yl)phenyl] -, hydrochloride (1:?) (CA INDEX NAME) 




#x HC1 



RN 167372-10-3 CAPLUS 

CN Benzenepropanoic acid, a- [ 4- [( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] phenyl ] - (CA INDEX NAME) 



C02H 



— CH2 — Ph 
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RN 167372-12-5 CAPLUS 

CN Pyrazolo [ 1 , 5 -a] pyrimidin-7-amine, 5-ethyl-N- [ 4- (phenyl-2H-tetrazol-5- 
ylmethyl ) phenyl ] - (CA INDEX NAME) 




RN 167372-35-2 CAPLUS 

CN L-Phenylalanine, N- [ 4- [ ( 5-ethylpyrazolo [ 1 , 5-a] pyrimidin-7- 
yl) amino] benzoyl]- (CA INDEX NAME) 

Absolute stereochemistry. 



C02H 0 




L8 
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GI 



R5 




AB The title compds . [I; R1-R4 = H, C02H, Ph, alkoxycarbonyl , alkyl, cycloalkyl, 
etc.; R1R2 = alkylene; R5 = SR6, NR7R8 (wherein R6 = pyridyl, Ph or 
substituted Ph; R7, R8 = H, Ph or substituted Ph, etc.)] are prepared A 
suspension of CI compound II (R = CI) 3.5, aniline salt III 6.0, and PhNEt2 
6.0 in MePh was heated at 120° to give 4.7 g IV, which showed IC50 of 3 x 10- 
7M against cyclooxygenase . IV showed 65.0% inhibition against cyclooxygenase 
at 3 x 10-7M, vs. 12.4% with indomethacin . 

IT 137739-28-7P 137739-29-8P 137739-30-iP 



RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of, as antiinflammatory agent) 

RN 137739-28-7 CAPLUS 

CN Phenol , 2 , 6 -bis ( 1 , 1-dimethylethyl ) -4- (pyrazolo [ 1 , 5-a] pyrimidin-7-ylamino ) - 
(CA INDEX NAME) 
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OH 




RN 137739-29-8 CAPLUS 

CN Phenol, 2 , 6 -bis ( 1 , 1 -dimethyl ethyl) -4- [ ( 5-methylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OH 




RN 137739-30-1 CAPLUS 

CN Benzoic acid, 2- [( 5-methylpyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] -, methyl 
ester (CA INDEX NAME) 




RN 137739-31-2 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [( 5-methylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] -, 
methyl ester (CA INDEX NAME) 
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RN 137739-40-3 CAPLUS 

CN Phenol, 2, 6-bis (1, 1-dimethylethyl ) -4- [ ( 5-methyl-3-phenylpyrazolo [1,5- 
a]pyrimidin-7-yl) amino] - (CA INDEX NAME) 



OH 




RN 137739-41-4 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methyl-3-phenylpyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] -, 
methyl ester (CA INDEX NAME) 




RN 137739-52-7 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - (CA INDEX 
NAME) 
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RN 137739-53-8 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [( 5-methylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] - 
(CA INDEX NAME) 



OH 




RN 137739-55-0 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [ ( 5-methyl-3-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OE 




RN 137739-56-1 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methyl-3-phenylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] -, 
sodium salt (1:1) (CA INDEX NAME) 
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RN 137739-63-0 CAPLUS 

CN Phenol, 4- [ ( 5-butylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -2, 6-bis (1,1- 
dimethylethyl) - (CA INDEX NAME) 



OH 




RN 137739-65-2 CAPLUS 

CN Phenol, 2 , 6-bis ( 1 , 1-dimethylethyl ) -4- [ ( 5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 137739-67-4 CAPLUS 

CN Phenol, 2, 6-bis (1, 1-dimethylethyl ) -4- [ [5- ( 1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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RN 137739-69-6 CAPLUS 

CN Phenol, 2 , 6 -bis ( 1 , 1 -dimethyl ethyl ) -4- [ ( 5-ethylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OH 




RN 137739-71-0 CAPLUS 

CN Phenol, 4- [ ( 5-cyclopropylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -2, 6-bis (1,1- 
dimethylethyl) - (CA INDEX NAME) 
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19901025 
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The title compds . [I; R1-R4 = H, C02H, alkoxycarbonyl , Ph, (HO-, H02C-, or 
alkoxycarbonyl-substituted) alkyl, cycloalkyl; or R1R2 = alkylene; R5 = SR6, 
NR7R8; R6 = pyridyl, (1-3 HO- or alkyl-substituted) Ph; R7, R8 = H, (1-3 HO-, 
alkyl-, alkoxycarbonyl-, or H02C-substituted) Ph; or NR7R8 = 1-pyrrolidinyl , 
2-oxo-l-pyrrolidinyl, (un) substituted 1-piperazinyl] , useful as 
antiinflammatories, antirheumatics, antiasthmatics, allergy inhibitors, 
antipyretics, and analgesics and for improvement of ischemia (no data) , are 
prepared Thus, a suspension of 1.0 g 7-chloropyrazolo [ 1 , 5-pyrimidine, 1.8 g 
3, 5-di-tert-butyl-4-hydroxyaniline-HCl, and 2.3 mL PhNEt2 in PhMe was heated 
30 min at 120° to give 890 mg I (R1-R4 = H, R5 = 3 , 5-di-tert-butyl-4- 
hydroxyphenylamino) . A total of 48 I were prepared 

1 3 ' 3 9 •• 3 ■ - 2 P 13 7/39 ■■ -i 0 - 3 P 1 3 7 7 3 9 - 4 1 ■■ P 



RL: BAC (Biological activity or effector, except adverse); BSU (Biological 
study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use); 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of, as drug) 
137739-28-7 CAPLUS 

Phenol, 2 , 6 -bis ( 1 , 1 -dimethyl ethyl) -4- (pyrazolo [ 1 , 5 -a] pyrimidin-7-ylamino ) - 
(CA INDEX NAME) 
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OH 




RN 137739-29-8 CAPLUS 

CN Phenol, 2, 6 -bis (1, 1-dimethylethyl ) -4- [ ( 5-methylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OH 




RN 137739-30-1 CAPLUS 

CN Benzoic acid, 2- [ (5-methylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -, methyl 
ester (CA INDEX NAME) 




RN 137739-31-2 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [( 5-methylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] -, 
methyl ester (CA INDEX NAME) 
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RN 137739-40-3 CAPLUS 

CN Phenol, 2, 6-bis (1, 1-dimethylethyl ) -4- [ ( 5-methyl-3-phenylpyrazolo [1,5- 
a]pyrimidin-7-yl) amino] - (CA INDEX NAME) 



OH 




RN 137739-41-4 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methyl-3-phenylpyrazolo [ 1 , 5-a] pyr imidin-7-yl ) amino] -, 
methyl ester (CA INDEX NAME) 




RN 137739-52-7 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] - (CA INDEX 
NAME) 
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RN 137739-53-8 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [( 5-methylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] - 
(CA INDEX NAME) 



OH 




RN 137739-55-0 CAPLUS 

CN Benzoic acid, 2-hydroxy-5- [ ( 5-methyl-3-phenylpyrazolo [1, 5-a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OE 




RN 137739-56-1 CAPLUS 

CN Benzoic acid, 2- [ ( 5-methyl-3-phenylpyrazolo [ 1 , 5-a] pyrimidin-7-yl ) amino] -, 
sodium salt (1:1) (CA INDEX NAME) 
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RN 137739-63-0 CAPLUS 

CN Phenol, 4- [ ( 5-butylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -2, 6-bis (1,1- 
dimethylethyl) - (CA INDEX NAME) 



OH 




RN 137739-65-2 CAPLUS 

CN Phenol, 2 , 6-bis ( 1 , 1-dimethylethyl ) -4- [ ( 5-phenylpyrazolo [ 1 , 5-a] pyr imidin-7- 
yl) amino]- (CA INDEX NAME) 




RN 137739-67-4 CAPLUS 

CN Phenol, 2, 6-bis (1, 1-dimethylethyl ) -4- [ [5- ( 1-methylethyl ) pyrazolo [1,5- 
a]pyrimidin-7-yl] amino] - (CA INDEX NAME) 
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RN 137739-69-6 CAPLUS 

CN Phenol, 2 , 6 -bis ( 1 , 1 -dimethyl ethyl ) -4- [ ( 5-ethylpyrazolo [ 1 , 5 -a] pyrimidin-7- 
yl) amino]- (CA INDEX NAME) 



OH 




RN 137739-71-0 CAPLUS 

CN Phenol, 4- [ ( 5-cyclopropylpyrazolo [1, 5-a] pyrimidin-7-yl ) amino] -2, 6-bis (1,1- 
dimethylethyl) - (CA INDEX NAME) 



OH 
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